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(i) 



R 1 R2 



?k%zzti±%<* ttz^ti^m^ix^immw, 

R 3 ti**n^ ffltrsya^ ^U<»iiit)) 
Ci ~c 12 or/H^g, BltKttjiaHiic, - 
c 12 <07/^^£, a8ii>L<J2isaBl?)c 2 -c 12 

Y{i— CH = CH — , - N = CH-, -CH = N-tH 

R 4 liKtttifiSfcjisU 

*AttHft&L<l«M^3HmRfcjcg£. ami 

imm2] mAtfi, 2mzmm&mzntz>m 
mmtmm, i, 2{4tamea^wf^^#^* 
i , i mzmm&m^i-i mutr** >\,m 
t* s n^is i fes^sKT $ raw*. 

[ I9*JS 3 ] R3 tam £> L< fi&am^s^i: 

msiLTW-rsc! -c 4 ta^/i*, amtu<{i 

^^mm&smmtixirt&Ci ~c 4 

ami L<«*iam^s^«ss^am«t txt 
tsc 2 ~c 4 7^-;ps. t3t<iamtt<ttiia 

wmmmimmttx^thc, ~c 4 t^** 
£X't>*). ri *>'amiL<(iiEam^#^t*s 
mrziimi* Kimmmmmmmwmm 

tlX%?ZC l -c 4 or;Pdf;^rj,sfS^ 2 |2 



imms } R3 mmuK^X'b <o , r> #a8st i 
< {i*sm<^#si^^bKss. am t l < (iisam^ 

i2^ry^;ua-eftsm^2ie«^sfiir$ 
ft. 

mm7] M£gmmt<-®i&Rs conhso 2 
-xmti&m?himmm®n%m7$ mm 
#(5frK R^ «iamtL<(i*am^c 1 -c 12 c7)T 

itKizmmvc! ^c lz <r)7)ia*i/mxh 
) . 

[0001 ] 

ftfcffi 1 ). PifflfciiAcetyl-CoA Carboxylase (UTF A 
[0002] 

tzb-h, ftmmmiz&^xmMMsmmit 
txm. zmmiinMmzmmzti&t'Oi'j. 

[ 0 0 0 3 ] A C CfiAcetyl-CoAi OMalonyl-Co 

a ^mmtmmx'h*). mmmc^^mz 

WtmmmX'hh. ttz. ACCtiOAcetyl-CoA 

X*/Hr*-»fc LT«ffl«fcH»-}-4Ctaiiitine acyltr 
ansferase *iW»LTV^C fc^^T^S. §4, 

fc, iWIHW(c«(t«JHmM«09^^ ac 
C tftfgttflttW* I/O* t a^i /^it-c v * . Ifctfo 

ixhorv* o va^tfLmm? i z 1 1 % *) , n 
fflfetonmmiz&^&^g&etm&xvmmk 
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[0004] 

7T??-t%z m^mmmm^xm^zm^A c c 
•mmm\<mmzmti. mmitte&. Tie 
hk* ( i ) x-mtimmmrs mmmzmtitiA 
c c mm&&bm>t>t>tiz> z t i%mizM.\,v*i*m 

[0005] 



[0006] 
[ft 2] 




(I) 



R 1 R2 



[0 0 07] R 1 S.W tt**!!^ bj&*> 

T v»4 S^E^ b -mz% 0 LT 5 ~~ 7 S^Sffljt 
ZM&ti z t . r 3 {i*sis^ . Sir s y 

iitt<{i*a}i^c 2 -vC,,«THsrt*. bj&*> 

imm^cr,C l -C 12 cOT;PrJ^rvS. Bl£i>L<(i4s 

as^^#mKft**s^^{4asit uuiii^ 
&wmmmmz*L. Yii-cH=cH-, -n=ch 

-CH = N-Tmtl&m. ffltEL=?*t:imSHBl 
?£*U R 4 JiiH£fftg£*U SAtiBliiL< 

[0008] 

^ ( i ) x'KZti&^mTzvmmmzztitxm 
tix^%fritz%\Mwtizmxh<o. friztit><Mt& 

»CACC vS1f ffiSf£ffl#$> & i i £ < *D £>iVO v$r 



CCiSttlfl^ffl#a*£ fcA^HU:. Itetf^XZ 
*ifcft£fttt, fcfc, 'MMSt tigffi^ttA 

^flWrACCSSfflMFffli: LTffift-CWJBSrfc*)"?* 

* ( I ) t«S<iS5fS«iTS KR*tti 

[0009] *«W3Wift-f HIS 

ftmtt£M&m$w-ftix-t>£<. **)v. x^- 

/k n-rne^ l-^f-;Uxf-/k v^nTotf 
/k n-^f-Jk 1-**)V7U 
t/k 1, l-Sttf-Aocf-Jk v?D7^-;k n-^ 
y^;k 1 -.Xf-Zk/^/k 2-.Xf-/t'7 , f-/k 3-^ 
f-;l/7?-;k i^o^yf-zk 2, 2-^fvl/rnt" 
/k n— 'vSf^/k l-*W<V+)V* 2-*Wi 
yf-/k 4 -*^/k*>-?-/k 1 -Xf7k7*7k 2- 
xf-^f-zk 3, 3-^f-;^f-;k /7oMi/ 

/k n—vrf-zk B-.Xf-A-Mfi'/k 4, 4-v> 

'O'fvk y^aMy;Wf;K 1, X-VX-^VT 
nW. n-:*?^-/k 6-^f7l/^v7°?-;k ^^o^- 
^f-^. 1 -XW<T+)V. 1 -xf-;^df >-;k 
5, S-i^f-ZU'Vfri^k 
/p. n-;=~)V^ l-^f-;^^f-;k 
f-;U, 6, 6-> ? .xf-/l'-N7 , f-/k n— r^P, 1 
f-;uy-;p N 8-^f-;uy-;k 7, 7-^^-;^^ 
n-<»T>-;u, l -■Xf-zH'S'/k 9-^^;P 
8, 8-y^f^7-;K.n-b*f^K 1- 
^f-^yr^k l 0->f;Wyfy/k 5-^<^- 
;l">yfy^. 9, 9 -y^f-^r^^Sr^-f 6£ 

4ifc*«TS4. ifciitfe<^*IJIKft*3KfeJ:^ 

its. -f *-;p»oaffiei*^r-f s i i: t x% i . 

[ 0 0 1 0 ] rg^t L< ti*ia«<0»SBlKft 

ft*3iaiSrVH\ Miif7x^k ^Wi^K ^" 

;K -ho7i^;k x-bo7i-;k ?dd7i- 
7k y?no7iZ;k 7'ot7i-;k y7ot7i 
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-7k 3-K7x^/k 7;^U7i-/K hV7)U* 
o^f/P7x^K 7S/7x~;k tKo^7i- 
7k ^/P*7-N7iZ/K ^7y7x-/k 
7k ^-^^I^^tf^^-^^ 

[ o o i n r s^t u<(iiisg^#^i^a J 
t<±. mm^tLxm®?. mm? 
mcommw^< t l i &±$tt 5 mmttm e h 

i«k<. flUtf, h-y^/k 7i77k i-x-ju jy? 
!7Vk *7'j7k 4V*J>),v, Kyy??-^ Ky 

^k -fy^-9-yy/k -ry^K^k en-j^ 
[00 12] rc 2 ~c 12 «r;k^-^Sj « 

^-;k'l-^;h2-ro^, 2-*?-7k- 

Tn^-, k 2-Tn^x/K 1 -7"^;k 2-7-x 
-7k 2-^>-r-/k l-^>T-7k 1, 3-7*? 
yv'x~;k 3-y^7r-7k 1-A.^-fe-^ 2 
-^•b-7k 3, 3-xV^-l-y^-,p 4 
4-^f-^-l-^y^- ;K ! 3-^y^xx 
7k 1, 3 -'xdf-y-^'x ^- /(/ ^-^-f- 
7k 2-^o^s^xrx^y:t-.-;k x-fex^ 

7^;PST'<?!bn L£B$« t |i|-c7)S^^(f S Z b tfT 

[0013] rc 2 -C 12 ^7;^-;Hj i: LT«± • 

7k 2-7Dh'-;K 1-^^-2-TDh-^ l 
-xf;P-2-7nf_;k x^--/k l-7*?-x,p 
2 -7> ~7k 1, 3-T^S^x/k 1-^>W 
7k 2--s>^-x; k i, 3-^>^^~7k l-\ 
*^_;k 2-^f^x,k 1, 3-^Hf^-; K 
3, 3-^^-1-;/^-^ 

-7k ^?0^f:x7UX^X;K yx-f/k xlx;P 

->yf S/x,k h'THrx;i^# Wf ^ Cft^SK 

[00 14] it, r Cl ^ Cu(D7 ^-j^^ mj t 

Todf^fv, 1 -yf-^xh^ n-7>^s/ 2 - 
**;krn#*i,. 1-^^7-n^i,, 2-^ 



n-^^aMf^ 3, 3-Stt**7>* 
***M-*S^ 7-;^^i,, ^ 

[0015]** r KttW |g Sj tj^gjs ^ r 

tLXit. MUf-®j$R5 CONHS0 2 -Tmtl 
{i«^i,L<(iiEg^cr)C 1 -c 12 co 

SMtL<(iiES^ 0 c 2 -C 12 cOT7k^xyp 
a^tt<{iilS«OC 2 -C 12 iOT7^X7|^ 

t L < jJtfciiawt L < 
1 -7N-h VuT^-,um<7)<\TC,m?Zl!rti5^ 

[ooi6] msmmt ixa. mta/nu^r 

SH, *X*>7Sh\ X7P*>TSH. X7P7^7 
$ ^7zy7S h\ -?-^7K1f^-S H n-< 
yY-i )Vt}>VX*is7 SK,N-7i X7^ i, 7 

^**^W-f;P) X7^>TS K, N- (4-h 
'j7^n^f;Ky/^K X7P*yTS H, N-^ 
^'7^7^yr$h\ N-7x-;^;^y75n 
N- (4-xhDOy^yp) H 
>y>f7^*y7$H, N-^yy>f;^;^^ 7 
SH, N-<yy>f;^^ ; p^^ 7 . SK N-7*-fe 
^^^*>TSH, N-rn7NV>f7^;^yrs 
H, N- (2-y^-;k 7'D7V^7^;^yr5 h 
N - y^ j 4 ,vxn* y 7 S H , n -^^y -f 
*>75h\ N-r*7-Y7l^X7P*>-rSh\ n- Ht 
*^^^W?yrSK. N— (2, 2-^f-;k r 

7k> r-fef-7^7l,*y7S K, N-7i-;^^ 
^X7^7P*>TS H, N-^y^jJ-^^^^x;!, 
Z)ls*yT* H, N-y h^r^7^x;^7^y7'5 
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F\ N-X^iofr/^-^X/M^TSK, N-Xh 
*jofr/M*-/ia/M?y75 F\ N-M^M-^i^ 
/M— JU*;kftJ'7$F» N — Tatf* 
i/^;I/^-;^;^>-T5H, N- (2, 2-x7f- 
;P) Tn;K*s^/M<x/i,7;l,*y75 F\ N-*?i- 
v^^-K-;Ux;l/^yrS F\ N-fy^y 
>75 F. N - Fr^/^^f v^/^ 

;^yrs F\ N-<y^rsy^;wd<-^x;^y 

75 F\ N-7T^75 7#/P#x/U7/U*yT5 F\ 

/P75 7#/P;Kx/kx/t/*:y75 F\ N- (l-^f- 

XT^75 7#;l^x/P7>;P*y75F\ N- (2 
->t^) xntVP757#/l/tfx/kx/iofr>-75 F\ 
N- (2, 2- s JX*)V) 7u\Z)V7$Jll)VX-)VX 

)V*v?$. f\ N.-^^rsy^/^-;^^*y 
75 F\ N-v-^o^^75y^;^-^x;^y 
75 F\ N-*7T/l/757#;Mfx^7/l^y7 5 
F\ N — t^W7 5 Jj)i\/i$>—)VXi\/'fo "ST 5 F , N- 
Hr^TSy^rt^K^/^/WsxrSF. N- { l- 
WSV-frijfrX-jV) 7^*>-75 F\ N- ( 1 - 
^5y-W;W-/K */W5Xr$F. N- (4- 

kifiX'Zh. 

[ooi7] twa-tos ( i ) x-mti^mmr 5 f 
m-l-tv ^a*a(^ t 0 »a t t mie 5 - 7 1 

[0018] 3WMftWlflW*llKHR* ( I ) ?«3 
tttn&IKr&tffcTS FflMBW 1 , 2ffiW«ftffiiI*tf 

[ 0 0 1 9 3 frfe-^^ ( 1 ) 
rspisiftKij^t. r 3 ifiws&L^tmmm 

mmzw&mkixntic! ~~c 4 nwum, mm 

klXGtlCz ~c 4 r/Mf-rt*. afcMMftiL 

< imm&cffimtimitmmtMm&i* l< imm 
mmmmmmmzsm&k lt**4c, ~c 4 7 
;i^3^^STj>i»^-ni4. r 1 imsOiKitmsm 
mmmmtmmt turn® 1 1 < (iisB^o^#^ 



[0020] ttl. R 3 #«iEgl?>C 5 ~c 12 7;w# 
5/«T*4«£fctt. R 1 #1H»fcL<«as»JMSr# 

as^flraaekLt^rtftC! ~c 4 nriv^iv&x'bh 

imWM^Ct —C^nTH^ivmX'fo&Zktf^^ 
HKjSR 5 CONHSO, -r*Sii4* , C*4ii:* t 
[002 1 ] *«0:S#J£75 FiK»*fc iTttt. #J 

x(f OT^-fb^-ftSr^-rs i tfX'Z S . 2 - ( 2 - 

( 2 - 1 U S/'A- ) 7 5 7^yX7 5 F ) ; 2 - 

( 2 - ( 2 -^-x-/U ) 7 5 5 F ) 

8; 2- (2- (2-7;P7U;U) 75^^X75 
F ) £A3H ; 2 - ( 2 - 7^7 5 J O XT 5 F ) 
2- (2-*;W5/<yX7SK) £ 
; 2 - ( 2 - Ft ^7 5 /<yX7 5 F ) 
#K; 2 - (2-^^n^75y<yX75K) ^ 
ASiS ; 2 - [ 2 - ( 2 -X+iV7u\Z)V7 5 7 ) ^> 
X75 F ] ; 2 - [ 2 - ( 1 -7nt;^f/|. 

75 7X^X75 F] 2- [2- (3-p< 

+)V7+)VT 5 7 ) K^X7 5 F ] ; 2 - [ 2 

- ( 1 -7r/l^*S^757) <yX75 F] 

»; 2 - [2- (2-x r ;^df^757)<yX7 
5 F ] ; 2 - [ 2 - ( 2 , 

^757) ^yX75 F] 2- [2- (3- 

7xx;i/7ah°;l^75 7) ^yX75 F] SAtitt: 2 

- [2- ( 6 - 7 x —)V^.*r i/)VT 5 SO XT 5 F ] 
£JBSS: 2 - [2 - (N-^f;kN-My;H 7 
5 7<7X7 5 F ] £6L#gft ; 2 - ( 2 V >f V F U 
;^7X7 5 F ) ; 2 - ( 2-7^757^ 
VX7 5 F ) -4-— F n£jMMH : 2 - ( 2 -7r/U 
757^yX75F) -5--bn$,ftSB; 2- (2 
-7r;W7 5 7<yX75 F) -5-Fl>7;^a^r 
;P3c.&SK ; 2 - ( 2 - 7t^7 5 7^.^X7 5 F ) - 
5-t W*r>>£&mWt; 2- (2-7r^75 7^y 
X75F) -5-*F*>3c&#»; 2- (2-7t^ 
7 5 7<yX7 5 F ) - 5 - 7 nn$A#if : 

[0022] 2- (2-7Wiy-4-7iW 
KyXT 5 F ) ; 2- (2-7x-^757- 

4-7x^f;KyX7SH)£lfl; 2- (2-7 
^-)VT 5 7-4 y;KyX7 5 F ) ; 2 

- ( 2 -~f*)VT 5 7-4 -fyyK>X7 5 F ) 3f,ft 
#K; 2- (2-7r;P75 7-4-7xX;Pxf-x/l/ 
<yX75 F) 2of.#® ; 2- ( 2~7r^757-4 
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- 7 x _^xf-;KyX7 5 H ) SAW ; 2 - ( 2 

-*3->v7^;-4-<v i J)Vjt*i"<.yXTz. F) S 

AW ; 2 - ( 2 -Zf*)V7 5 y - 4 5^**5^ 
OX7i H ) SAW ; 2 - ( 2 -?*)\,T 5 y -4 
-y7DA^v/M-*i^7X75F) SAW; 2- 

( 2 - Xf7P7 5 7 - 4 — f v7M-* v< 7 X7 5 F) 
SAW; 2- (2- 757-4-7 
x -;Hf-yKyX7? F ) SAW ; 2- ( 2 - 

(2-j-X->l>) 7$y-4-7x-;l/Xf_;KyX 
75 F) SAW; 2- (2 - (2-7/k7UJlO 75 
y-4 -7x-^xf_;KyX7S H ) SAW ; 2 

- ( 2 -yW57-4-7x-;Hf-;KyX7 
5 F) SAW; 2- (2-y^/KT$y-4-7x- 
;Hf-;KyX7S F ) SAW ; 2 - ( 2 -Xf-/P 
7S7-4-7X z;l,xf-;KyX7 5 F ) SA# 
&; 2- ( 2-Tnt7P75 7-4-7xX/I/Xf--/l, 
*v7X75F) SAW; 2- ( 2-*7^-/P75 7- 

4 - 7 x -;Hf_;KyX7 5 F ) SAW ; 2 - 

( 2 - fy^7 5 7 - 4 - 7 x ^xf-;K>X7 5 
F)SAW; 2- ( 2-<y^75 7-4 -7x- 
/>xfx;KyX75 F ) SAW ; 2 - [ 2 - ( 3- 
7x-;P7Dh°;l/) TS7-4-7x -/Hf";K> 
X75F1SAW; 

[00 23] 2- (2-7f-/P757-5-7xX/!/X 
fx/KyX7S F) SAW; 2- ( 2-x^75 
7 - 5 - 7 x -;l/Xf-/KyX7 5 F ) SAW ; 2 

- (2-TnbVW75 7-5-7x-;Px^--;K>-X 
75 F) SAW; 2- ( 2 -7f-/U757- 5-7x 
-;Pxf-;KyX7i F) SAW : 2- (2-^7 
f7W7 5 7 - 5 - 7 x _;l/Xf-;KyX7 5 F ) SA 
W; 2 - (2-^y^75 7-5-7x-;Ux^-- 
'KyX7 5 F ) SAW ; 2- ( 2 -7x-A7 5 J 

- 5 - 7 x x;i,xfx;KyX7 5 F ) SAW ; 2 - 
(2-7 x.-)V7 57-3- 7x^Hfx;K>X7 

5 F ) SAW ;2-[2-(3-7x -jVTutfi,) 
757-5-7x x^xfx;KyX7 5 F ] SA# 
St; 2- [2 - (2-bFn#S/Xf^) 75 7-5- 
7xX^xfx;K>X7S F] SAW ; 2- [ 2- 
(2-7;UX?7°Fxf-^) T5 7-5-7x^;PX^- 

;KyX7S F] SAW; 2- [2- (2-757X 
f-JU) 7S7-5-7x-yHfx;KyX7SH] S 
AW; 2- [2- [2- (N. N-7'7^757) 
Xf-;H 7Sy-5-7xX;HfxyKyX7S F] 
SAW : 

[0024] 2- (2, 6-x^->-/U75 7<7X7 
SF) SAW; 2- (2, 6-y'7xX^7Syvy 
X75 F) SAW; 5-tFo*^-2- (2-7x 
-1V7 5 7 - 4 - 7 x x;l/Xfx;KyX7 5 F ) SA 
W; 5-7^-2- (2-7x^/1/757-4-7 
x-^xf^;KyX7S F) SAW ; 5-7nt- 



2- (2-7xX;l.7$y-4-7xx;pxfx;Ky 
X75F) SAW; 5-7h*^-2- (2-7x- 
/17T 5 7 - 4 - 7 x x;PxfxyKyX7 5 F ) SA# 
K; 5-757-2- ( 2-7xXrt7757-4-7x 
-;Uxf-~;l-'<yX7 5 F ) SAW ; 5 -77k#XF 
-2- (2-7x-;P757-4-7x-/l/Xf--;K 
7X75 F) SAW; 3- ( 2 -7x-/l7757-4 
-7xx;|/Xfx;iAyX7SH) f*7xy-2-* 

[0025] 5-7^-2- ( 2-7x-;l-757- 
A-tsyVtVtti/KyXTS. F) SAW ; 5-Xn 
=t-2- ( 2 -7x-;W75 7-4-^7iy/M-= J f x< 
7X75 F) SAW; 5-7 h^-v-2- (2-7x 
X/W7 5 7-4 -^7 ^<7X7 5 F ) SA# 

B; 5-757-2- (2-7x-;l/757-4-^7 
y'WJfy^yX7S F) SAW ; 5-7;WF- 
2- (2-7x-;l/7 5 7-4-^7i/';U^dr^7X 
75F)SAW; 3- ( 2 -7x-/U75 7-4 -< 
V s J)V**r*/OX7 5 F ) f*7x 7- 2 -#/l/*'y 
K2- [4- {1-*?1--)V) -2-7x-;l/757 
^7X7 5 F ] SAW ; 2 - [ 4 - ( 1 -^7*x 
)V) - 2 - 7 x— ;U7 5 7^7X7 5 F ] SAW; 2 

- [4- (3. 3-jyy^77y-i-> f;lO -2- 
7x^75 7^7X75 F] SAW; 2- [2-7 
f-/K757-4- (3, 3-^*7^X^7-1-^ 
;U) "C7X75F] SAW; 2- [4- ( 
^yyP7n^y-l->(^) -2-7xX/W757< 
7X7 5 F ] SAW ; 2 - [ 2 -7^7 5 7-4- 
(3, 3->*7f-/UX^7- 1 -A)V) <7X75 F] 
SAW ; 

[0026] 2- [2-7^-757-4- (2-7/U 
?\))V) xfx/[AyX7 5 F ] SAW ; 2 - [ 2 - 
7 x -;P7 57-5- (2-tr'J^/l/) xfx;KyX 
75 F] SAW; 2- [2-7x^757-5- 

(2-fxx;H if-;KyX7 5 F] SAW ; 2 

- [ 2 -X-W5 7 - 5 - ( 3 -7 FdfvXDA'7- 
1 — OW) <7X75 F] SAW ; 2- [2-7^ 
757-5- (3, 3 -7'xbJf 77°ny\-y- 1 ->f 
;W) <7X75 F] SAW ; 2- [2-7-^75/ 
-5- (4-xho7xX;K xfx;KyX7SK] 
SAW; 2- [2-7^757-5- (4-tF* 
i/7xX/|/) xfx;KyX75 F] SAW ; 2- 
[2-7^75 7-5- (4-><777x-/l/) xf- 
-MyX7 5 F ] SAW ; 2 - [ 2 - 7^7 5 7 
-5- (4-7$y7x^Hxfx;KyX7iK] 
SAW ; 

[0027] 4-<7y*/M-*v-2-7x-/U75 7 
-N- (2-7;i/7rt-f;U7x-;l/) ^7X75 F ; 
2 -7f-/P75 7-4 -7xX;Pxfx;P-N- (2- 
X^rt-f^xx/i/) \yX7SK; 2- (2-f 
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>) : J)V) 757-4-7xX/l,X*X/l,-N- (2-7. 
;l/7rt'f/l'7x-;l/) <yX75 h* ; 2-7f-/l/7 > 5 
7-4- (3, 3 -^'7^777- 1---^) -N- 
(2-^l/7rt^f;l'7i-;P) ^7X75 K ; 4- 
(3, 3-^W^-l-^)-2-7i^ 
757-N- (2-^7rt^/P7x-^)<yX7 
5h* ; N- [2- (2-7x-^7S/-4-7x-;l- 
ifiiKVXrSH) 7i-W/^^] 7-feF7 
5F ; N- [2- ( 2-7x-/P7S7-4-7x-/P 
Ifr/KVXT 5 H) 7x-;W^-/P] 7777 
5 K ; N- [2- ( 2-7x-;P7S7-4-7x-/W 
xf — ;|/\yX7 5 F ) 7i-;W;l/*-;H tv\'/i/7 
5 H ; 2-^f-^-N- [2- (2-7x^/1/75 7- 
4-7 iZ;Hf-;KyX7 5 F ) 7i-iWM- 
yH 7n^77S F ; N- [2 - (2-7^75 7- 
4-7i-/l^xf-;KyX7i H ) 7i-M^*- 
• ;H 7*F75F ; N- [2 - (2-7*^757-4 
-7x-/UX^--/K7X75 F) 7i-;WM- 

/i*-] ^y-yr 5 f 

[0028] N- [2- [2-7f-/t/757-4- 
(3, 3-^7^777- l-'f/l')<yX75F] 
7x-;l'X;^-^] 7*F75 F ; N- [2- [2- 
7^757-4- (3, 3-^7^777-1 ->f 
)V) ^7X75 F ] 7x-/kX/M;x^] fcVW7S 
F ; N- [2- [4- (3, 3-V*Wf9V-\- 
AlV) - 2 - 7 x —)VT 5 /KyXT 5 Y ] 7i-;W 
7-feh7S F ; N- [2- [4- ( 1-^7 
■f-ZU) -2-7x-/W75 7<7X7 5 F] 7x-/P 
7-feF75 F ; N- [2- [2-7^7 
57-4- (\-*71--)V) ^7X75 F] 7 x-)V 
X)V*-)V~\ 7-feh75 F ; N— [2- (2-7x-A- 
757-4-7x x;Hfx;KyX7 5 F) 7x-^ 
X)\,*->V~\ 7-feF75F; N- [2 - [4 - (3, 3 
-v7f-/P777-l-x-/U) -2-7x^/1/757 
<7X75 F] 7x-/U7/P*^/P] 7-fe h75 F ; N 

- [2- [2-7^757-4- (l-*9<f--)V) 
<7X75 H] 7x-/W^*-;l'] 7-fe F75 F ; N 

- [2 - [ (2-7f-/U) 7u\Z)ljt*ist])V#-)VX 
/l^r^/H 7x-iH -2-7x-/l/757~4- 
7x-/PX^-x;|^< > yX75 F : N— [2— [ ( 2 , 2 
-x^f-^) xh^i/^;P^xyp^7r ; E>f;H 7x 
-;H -2-7x-;U75 7-4-7x-;UX^-r.;K 
7X7 5 F ; N - [ 2 - . ( 7 x -/I/** ;kx 
;P7rt^;H 7x-;H -2-7xx;ur57-4- 
7x-;l/Xf_;KyX7S F ; N- [ 2- 
**i/tl)VX-)VXll7 r^J )V) -2-7 
x x;P7 S 7 - 4 - 7 x ^l-xf x;KyX7 S F ; 2 
-7^-/W757-N- [ [N— ( 2-*Wru\l)V) 
it*i/t})VX-)VX)V7 r*iA /U] 7x-/l'] -4-7 
!X;HfxyKyX7Sh' ; 2 - 7>/W7 5 7 - N - 



[2- (7xX;W^^x;^7rt^^) 7 
x-/H -4-7xX/l/Xfx;KyX7S F ; 

[00 2 9], N- [2 - (7f7t-75 7#/P*-/l^7/t/ 
-?T^A)V) 7x-;H -2-7x-;UT57-4-7 
xX/l/Xfx;KyX7S F : N- [2- [ (2-7* 
/!✓) 7ohVU75 7^;^-;l/7.;l/7r : e^;H 7x- 
/W] -2-7x-;U75 7-4-7x-;UX^-xyKy 
X75F ; N- [2- ( 7xX/!/75 7#/t-#x/kX/|/ 
7T*4)V) 7x-yp] -2-7x^/1-757-4-7 
iX/Hfx;KyX7^ Y ; N— [2— (7^-/1/75 
JfilVX-fVXtVyr^fV) 7x-/H -2-7x- 
;P7 5 7 - 4 - 7 x -)V^—)VKyX7 5 F ; N- 

[2 - (^7o^W1^75 7^;^^x/l/7r ; E'f 
/l/) 7x-;H -2-7x-/l/75 7-4-7x-/Px 
^/K7X75 Y ; N— [2- [ ( l-t^'JiV) 
IjlVX-fVXlVyT^JlV] 7x-/H -2-7x-;P 
757-4-7x x/l.xf^K 7X75 F ; N- [2 
- [ U-T^/H^^V) tf/l/tf-zkx/^T^-f 
;H 7x-/H -2-7x-^75 7-4-7x-^X 
fx;KyX7S Y : 

[0030] *ffci#03r#IH75 KMVfrtt, R 4 ^B? 

crags wm&vvx vwb h \ w&xMt ywmnms 
•c, mmmto&s mtiiTW)&m& mm. 

(W£tf. *J)lis*7J±U. V^y^S^f) , 77 

m. hyx^75 7^, t°y^'7ig. wjvi, 

x77-yl^75 7^ s HJx77-^75 7lg, N, N 
->*^ ^7 5 7X^/7* 5 Tig* if) . fcSV^iJSS 
tt7 5 7S4: <0««**f 4 i i: h . 
[0031 ] *»^)5P#K7S h'RUffcUt. Mitfia 

[0032] 
Ut3) 



(8) 



«HFP1 1-1 71848 




Ri R2 



[00 33] 5$+ , Ri , R2 , R3 , R 4 t YUXXf 

#kts m&mim*mm..mttm ( i ) <r> 
it-^nnznmm ( 1 1 > x-^titr^Mt^ 

* ( i i i ) vtiiZtL&#)Utfymjfc&bt£m& 

■tizt izx mmh z t * . 

C0034] ^^^4«^0ffftTfc:ff 5 Z b ft 
^ 5 l-xf-;U-3- O-v-Xf-rt/rSyTn 
FiS^. iuVX—iWM 5?V-/K 2-?oo- l - 

[0035] ftS V^i. * ( I I I ) rsSSfl*;*** 

*T«>6i^!i*!ftfc3afttfca, su 1 1 > t-*$^s 
rs yft^»fcRj6§*4i ttcj: off ? ; t t-cs 

[0036] ^stt*jfai, fluif 

>xf-/Px~ r/K rh^hKny^y, itt^+tvm 
<7)x-r;l^ ; b/Pxy, 4f yl/>f^fi 

^'?o;kX;?y s : J?u)Vx.-?y „ hy?onx 
?y, ?nn*;i^sw>o?y.f|tfMb|c* ; 7* h~ 
h y ^ , ro e^- - h y /Wf*>- b y smr ; n#x^ 

fE*>x*f>Mft; N. N-^^^A7*SK, ^ 
ZttfX'Zl. 

[ 0 0 3 7 ] $ ^IC. **&££^ii£g?)#£Tfc*T a 

a. *«fl^ y *)m<r>Tivi] o&m*mm ■, *m. 
+ h y ^a, *gHL# y *7i»m<?)T)Vi) v&m*mt 
m ; naw- h y ?a, jfii^ y mt?^^ 

A. ^g?#/l^A^7;Mry&l (££(2±&& 



£) flciHt;^ ; g^K/KS-t h y y ^a 
w>7ivii v±msm*mm i+bv <7&* b*i/ 
b\ +bwj>xb* : sb\ ^y>A^hdf^H. #y 

->AX^yK*ij »> ASSH:/ h * ^ K^r^ y 

^ET/l^yF : hu^^rsy. hyxf-^rs 
y. n, vrohvu-N-xf-yursy^h 
y 7;h^t 5 y : e y >/y . ^vr $ / e y 
y. y y. /H- >-'y^t y ^'yft^i^j: a & 
wg«*t ^Jiiigaas^&(f h z t « . -e^jg 
«ottffi»ii. */M*yitffc£ftfc*fLT i~i om 

[0038] znms^msK&izmm (in© 
rs/<ffc-£!&>5$ din (o^^h'^-ye^^-r^. 

RlSaBKr4»yfc:a&efi»iRjcs-ti-*rt (II) 
*A>tffc (III) Oft^4b«mK:J: O-fBcRRje 

$fi=3:v^ iJij'o-c^v^Lffiffl-r^^cDa*mso 
i. tti. msmnmmmi*. ( i i ) *j 

XX/ (III) <Oft^Brtc«UT 1-1 oeSiftJ 

[ 0 0 3 9 ] ±IBc7)«|^R^(c i 0»4>WtlWB 
-ft* ( I ) ■C*$*i63rg8ST5 HS»*fctJV»T, 
gJiSR 4 *^;U--Ky igx^^t'J) , its 

y ^A7k?§?g, y *7J±*.mWM<n7)iii vtn 
4^. ffie-ft* ( i ) Trnztimmmr * mm& 
it^mt. M*.ii±3m&BtXK&t>tu& ( i ) x'tjk 

[0040] ±jeLfc;*L4>«)R«*aiSiHA^i5*4 

ittJ: OBWfc-rSffllEHRsC ( I ) X'^K&^m 

mr$. mmmm z t &x*z . t 

D ■?^^7^- S^S, trio* 

[0041] *%B^fns-ft* ( i ) 

mt ixt hizfts-t&ms. szmzvttMm&m 
wmzkvmz&tf. ^mm. mm, mniBiz 

5-3 0mg| 1-3 lIKC^Ht, ^PS4fS^»4 
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mnumiz^xin^m. mux. *w»« 
( i ) cr>{k-smT>T>. iv-y-iv. wmntu 

mm ; fiiVX^isX^WVu-Xy- h y *?A^ h Ho 

[0042] *fc*fti&aBXi2. aataot-rfti 1 1 

tt&ttttflklKfc LT*>WCi>J:V\ _hEtf)*ffl*fc:W: 

£**fc J: 0 Ofr+l Z b h . 
[0043] 

[0044] l:2-[2-(3-M; 7;l^n 

[0045] 



[0046] 2- (3-h'J7;^n^f^7x^7 
5g(5. 3 3mmol)^)te^ 

(20ml) {zmt^-)V2 .0ml. 

N, N-^f-;^;l/AT5h'gciS$rjDx. 2«mn9K 

ts*u sM^^'yiomi tatwu nmm 

ET»«*S*Lfc. »S**»Kx^i 5m l dig 
(PL. itlS-^T^K^'J^Al. 30 g (10. 6 
7mmo 1 ) . 2-T5y^E#Kx^-/P0. 7 8ml 
(5. 3 3mmo 1 ) *># < 1 5m 1 ) . SStXf-^ 

domi) afi^saKSSTU sa^eisHWPL 

u m*«ir7^5/ 
?A?sa£®, aw*«Efa«iu^. mm*** 

1. 82 g (JR$8 0. 1%) 

[0047] NMR (CDC1 3 ) d : 1. 43 (3 
H, t, J = 7Hz) , 4. 42 (2H. q, J = 7H 
z), 6. 98(1H, ddd, J = 8Hz, 6Hz, 
2Hz), 7. 14(1H, t, J = 8Hz), 7. 1 
9-7. 26 < 1H. m), 7. 34-7. 44 (4 
H, m) , 7. 47 ( 1H, s) , 7. 60 (1H, d 
t, J = 8Hz, 1Hz), 7. 84 (1H, d, J = 
8Hz), 8. 11 (1H, dd, J = 8Hz, 1H 
z), 8. 79(1H, d, J = 8Hz), 9. 76 

( 1 H, s ) , 12. 00 ( 1 H, s ) 

[0048] m&Ml :2-[2-(3-MJ 7JU*U 
^f;P7i x;UT 5 7 ) <VXT 5 H ] £A*tt 

[00493 

[ft5] 
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[0 0 5 0] ##0!lTJ8SLfc2 - [2 - (3-h'J 
7/^n^^7x-;P75/) <yXTS h*] 3cAS 
|gx-?-/P0. 66g(l. 5 4mmo 1 ) <5DX^y— 
?§fg ( 1 5 m 1 ). 1 1 N h 'J "7 A*j£$ 1 5 

m l Ztol. 2mBM^MLt:, SffliTJWJJU x 

fc. waw^iN-sit, ®mm*x'm&mi. 

0. 44 g («#7 1. 6%) 
[00 5 1 ] NMR (CDC 1 3 ) 5 : 6. 96(1 

H, ddd, J = 8Hz, 6Hz. 2Hz), 7. 15 
-7. 29 (2H, m), 7. 35-7. 4 5 (4 H, 
m) , 7. 48 ( 1H, s) , 7. 68 ( 1H, dt, 
J = 8Hz, 1Hz) , 7. 
z) , 8. 1 9 ( 1H, d, 
(1H, d, J = 8Hz) , 

1. 73 (1H, s) 
IR (u, cm" 1 , KBr) 
708, 1652, 161 2 
336, 1210, 1112 
MS (m/z, %):400(M + ,50),382 

(6) , 263 ( 1 00) , 264 (48) 
MA: 18 9-1 9 2*C 

[00 52] ##<5IJ2 : 2- [ 2- ( 2 , 3 -Sttf-jP 

-y x ~)vr 5 y ) <yxr s k ] mmfc^jv 

[00 53] 

Utei 




79 ( 1H, d, J = 8H 
J = 8Hz ) ,8.83 
9. 70 ( 1H, s) , 1 

: 3500-2600, 1 
1582, 1456, 1 
752, 740 



[0054] 2- (2, 3-*JX-f>H,7 x-^TS J) 
£MMWi2. Og (8. 2 9mmo 1 ) 
mW. ( 2 Om 1 ) WMCf*-)V2. Oml. N, N- 

U SSfttr<y-fe> i om i (c»»u SSMETif 
»ffl&£lHI|xf-A'l Oml fc»»U 
<I*l£*#T#ci«? , J'7A2. lg (17. 4 1mmo 
1). 2-T$/£,&#§?x^/H. 2ml (8. 29 
mmo 1 ) C0#( 1 5m 1 K BM^JU ( 1 Om 1 ) 

#fitU TKSSrPitx^T-tttfl Lfc. £«8Jf£*, IS 

?nvf^57^-t««U MBfteftl. 3g (JR 
$4 0. 4%) fcftfc. 

[00 5 5] NMR (CDC 1 3 )5:1. 44(3 
H, t, J=7Hz) , 2. 22 (3H, s) , 2. 3 
3(3H, s), 4. 4 3 (2H, q, J = 7Hz), 
6. 81 (1H, dt, J = 7Hz, 1Hz), 6. 8 
8(1H, d, J = 8Hz), 6. 98(1H, d, J 
= 7Hz) , 7. 04-7. 30 (4H, m), 7. 5 
9(1H, dt, J = 8Hz, 1Hz), 7. 82(1 
H, dd, J = 8Hz, 1Hz), 8. 11 (1H, d 
d, J = 8Hz, 1Hz), 8. 83(1H, d, J = 
8Hz) , 9. 48 (1H, s) , 11. 96 (1H, 
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[0058]#»W2"Ci!3tLfc2- [2- (2, 3- 
v*^/U7x-/P7S/ ) <yXT5 H] 3cA««xf" 
;U0. 6 1 g ( 1 . 84mmo 1 ) 0*9 /—MtfSL 

(15ml ) fclN-*UMt^MI^A15mlSJn 

*^A-cnaia, s«*«jEr«»i,fc. »©tj£x 
-t^-m^ts&su ^le^ao. 34 g 

(JR$6 0. 2%) 

[0059]NMR(CDC1 3 ) 8 : 2. 22(3 
H, s), 2. 33 (3H, s) , 6. 79 (1H, 
t, J = 8Hz) , 6. 89 (1H, d, J = 8H 
z) , 6. 99 ( 1H, d, J = 7Hz ) ,7.09 
(1H, t, J = 8Hz) , 7. 13-7. 22 (2 
H, m), 7. 23-7. 31 ( 1H. m), 7. 67 
( 1H, dt, J = 8Hz, 1Hz) , 7. 76(1 
H, d, J = 7Hz), 8. 19 (1H, dd, J=8 
Hz, 1Hz) , 8. 87 ( 1H, d, J = 8Hz), 
9. 43 (1H, s) , 11. 69 (1H, s) 
lR(u, cm-i, KBr) :3380, 3500-2 
400, 1 696. 1646, 1 582, 1 294, 1 
254, 1 21 2, 754, 650 
MS (m/z, %) : 360 (M + -, 58) , 34 2 
(8) , 223(100), 224(4 3) 
MM: 1 0 7~1 0 8°C 

[0060] ##0J3 : 2- (2-7 x-lVTUO 
X7SK) 3c**axf-^ 
[006 1 ] 
[fc8] 




[006 2] 2-7x-;PTSy^,&#K0. 50g 
( 2 . 3 4 mm o 1 ) tfJt&icO-tf >1fffl[ (10ml) 
KttMkf-^^yH. 0ml, N, N-^f;l/*y^r 
5 WW***. 2l$II»jiaU ®MZWKT%lk 

Ltz. wemiy*y 1 om 1 ss«et 
M^siUc. «b**»»x^i om i izmm 

U ■IftS-ftftT^iWf'J^AO. 6 5g (4. 6 9m 
mo 1 ) 8Jtf2-7S>'3£JB«»xf-A'0. 34ml 
(2. 2 5mmo l)«*(15ml), gf&Xf-^ 

domi) os^tgawcsrFu mux-i 8m\mw 
us. tnmmmz*. in -mm. mmm^mi- 

hVVJ**mM. ISttAfi^cCJtiJcffi^U. **K[K7 

6g (JR^4 2. 2%) fcfcfc. 
[0063] NMR (CDC 1 3 ) S : 1. 43 (3 
H, t, J = 7Hz), 4. 42 (2H, q, J = 7H 
z), 6. 88(1H, dt, J = 7Hz, 1Hz), 
7. 03 (1H, t, J = 7Hz), 7. 12 (1H, 
t, J = 7Hz), 7. 20-7. 43 (6H, m), 
7. 59(1H, dt, J = 8Hz, 1Hz), 7. 8 
1(1H, d, J = 8Hz), 8. 10(1H, dd, 
J = 8Hz, 1Hz) , 8. 80 (1H, d, J = 8H 
z) , 9. 63 (1H, s) , 11. 94 (1H, s) 
[00 64 3 mm\3 : 2- (2-7x^75 7^ 
X7SH) 3cJ8L#» 
[00653 

Hk9] 



(12) 



Hm^-l 1-1 71848 




HO,C 




[0066] ##W3T«SU:2- (2-7x-;P7 
5 JKVXT S K ) £&#|gx^0 . 1 4 g ( 0 . 3 
37mmol)W ? /-SMWKK 1 N*®-ft^ bV*7 



4.2%) 

[0067] NMR (DMSO-d 6 ) 
7. 04 (2H, m) , 7. 15-7. 
m) , 7. 26-7. 37 ( 3H, m) 
H, dt, J = 8Hz, 1Hz) , 7. 
t. J=8Hz, 1Hz) , 
7Hz) , 8. 03 (1H, 



1 Og (IR*7 



5:6. 9 1- 
26 (3H, 
, 7. 42(1 
65 (1H, d 
7. 78 ( 1H, d, J = 
dd, J = 8Hz, 1 H 



z) , 9. 30 (1H, s) , 12. 01 (1H, s) 
IR(^, cm-i, KBr) :3372, 3400-2 
700, 1 696, 1646, 1 584, 1 504, 1 
452, 1210, 750 

MS (m/z, %) :332 (M + , 58), 314 
(5), 195(1 00), 223(14), 196 
(50) , 167 (30) 

US: 2 3 9~2 4 0°C 

[0 0 68] mmm4 : 5--YU-2- (2-7i- 

)V7 5 ;<yxr 5 Y ) 

[0069] 
UfclO] 




[0070] 2-7xX/pr5/3cAS»0. 50g 
(2. 34mmo 1 ) c7)te^yHfy^ (10ml) 
teffifc?-*x;K) . 2 6ml (3. 5 1 mm o 1 ) £flU 

fywmtxi-vymm domn £*&T2-r$y 

-5-^o£,g.#i?42 7mg (2. 34mmol) 
fcJ:t/HJx^-/|/7*= yo. 6 5ml (4. 6 8mmo 

i ) v&Lt-tuymm (loomi) izffiTi. m& 
•ci8BflgijjBttfe. mmz*. in-*b, matt 

-T»SU *Efl:£ft3 0 0mg'<JR*3 4%) £f# 

[007 1 ] NMR (CDC 1 3 ) d : 6 . 95-7. 
0 1 (2H, m) , 7. 1 7 (2H, d, J = 7H 
z), 7. 28-7. 34 (3H, m) , 7. 45(1 
H, ddd, J = 7Hz, 7Hz, 1Hz) , 7. 79 

(1H, d, J = 7Hz), 8. 49 (1H, dd, J 
= 7Hz, 2Hz), 7. 76 (1H, d, J = 7H 
z). 8. 76 (1H, d, J = 2Hz), 8. 86 

(1H, dd, J = 7Hz, 2Hz), 9. 20(1 
H, br-s) , 12. 41 (1H, br-s) 
IR(t/, cm" 1 , KBr) :1706, 1646, 1 
598, 1 574, 1 556, 1498, 1450, 1 
346, 1 286, 1 254 

EI -MS (m/z, %) : 37 7 (M + , 48) , 3 
47 ( 1 1 ), 197 (1 0) , 196 (78) , 16 
8 (8) 

2 3 2~2 3 3°C 

[00 7 2] HSS0J5 : 2-7xX;PTS/-N- (2 
-X)17t^)V7^-)V) KyXTS. Y 

[00 73] 

[fcl 1] 



(13) 



ISBPFl 1-1 7 184 8 




[0074] 2 -7x-/P7 5 1 g (4. 6 
mmo 1 ) flt&Jc^y-tfyaFiS (10ml) KJg-fL.*:* 
^/l/O. 2 6ml (6. 9mmo 1 ) SrJni. 2B9I8I2 

vytm. ( i om i ) 5r7K^T2-rsy^>-tfy^;i/ 

*>-7$ h*808mg (4. 6mmol ) WJyVS 
^ ( 1 Om 1 ) fcSTFU SaTl 8«flWWPL, «Hfc 

iN-tt«, mc^m^m^mL, mxsmtYv 



(JR*7 0%) fcfcfc. 

[007 5] NMR (CDC1 3 ) <? : 4 . 89(2 
H, br-S), 6. 8 6 ( 1H. ddd, J = 6H 
z, 6Hz, 1Hz), 7. 0 6 ( 1H, ddd, J = 
6Hz, 6Hz, 1Hz), 7. 21-7. 30(7 
H, m), 7. 6 3 ( 1H, dd, J = 6Hz, 6H 
z) , 7. 67 ( 1H, d, J = 6Hz) 
( 1 H, d, J = 6Hz) , 
6Hz) , 9. 49 ( 1H, 
H, br-s) 
IR(v, cm-i, KBr) 
516, 1506, 1472, 1414, 
290, 1 258. 1 222, 1 1 68, 1 1 56 
EI-MS (m/z, %) : 367 (M + , 52) , 



7. 97 
8. 40 ( 1 H, d, J = 
br-S) , 9. 87(1 



1 644, 1 580, 
1 332, 



36 ( 1 7 ), 1 96 (65) , 1 95 ( 1 00) 
67(37) 

MM: 1 2 6~1 2 7*C 

[0076] mmme : n- [ 2 - u 
is-2-7*>-ji>T$.y<>XT$. H) o-fe'yx^ 

[0077] 
[ft 12.) 




[0078] 2lJfc0l 5 TSSji L?t 4 -'Oi'VM^ri'- 
2-7x-;l'7Sy-N- ( 2-X^7r ; E^l'7i- 
;U) ^yXTS h'300mg (0. 82mmol) . 4 
- h'J 7/M-n.X f-zl^yyM a U H 0 . 2 4ml 
(1. 64mmo 1 ) *JiVJfttWrU«>A3 4 0mg 
(2. 4mmo 1 ) v**^ 1 : ljgft ( 1 0 

m i ) * i summit:. *»*«*u mmz* 

7h^77^-T'»SSSt, «IEft^fll2 0 0mg (JR* 
4 5%) fcftfc. 

[00 7 9] NMR (CDC1 3 ) 5:6. 92(1 
H, ddd, J = 7Hz, 7Hz, 1Hz), 7. 00 
(1H, ddd, J = 7Hz, 7Hz, 1Hz), 7. 



17 ( 2H, d, J = 7Hz 
( 5H, m) , 7. 64-7 
9 5 ( 1H, dd, J = 7H 
8. 1 0 ( 3H, m) , 8. 
z) , 9. ,40 (1H, br 
H, br-s) 
IR(v, cm-', KBr) 
644, 1 580, 1 5 18 
3 24, 1288 
E I -MS (m/z, %) : 
88(6), 197(7), 
(100), 173(9), 

[00803 $mmi : 2- 



) , 7. 29-7. 4 5 
. 7 0 ( 3H, m) , 7. 
z, 1Hz) , 7. 96- 
23 ( 1H, d, J = 7H 
-S) , 10. 65(1 

: 1 696, 1 662, 1 
, 1474, 1452, 1 

53 9 (M + , 25) , 2 
1 96 (57) ,1 95 
169 (8) 



(14) 
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[0081] 
[fcl3] 




COOH 




[0082] 2-7±-)l>T$y-4-K>i;)l>ttis 
WLWIH lOOrag (0. 3 1 mm o 1 ) tr>W(Ji+\s 
V(lOml) *Sfca**H«T, aHfrfsf-zK) . 
04ml (0. 5 Ommo 1 ) fcJniSfl-ClllfflHW* 

lOmUcSWU ^ft£*#T>yx^-;U7$y0. 
2ml (1. 3 0mmo 1 ) , 2 -7$ 7£,&#gf0 . 
04 g (0. 3 lmmo 1 ) CO&it^i-Uy (1 0m 
l ) ?S?8«rFU MiST'l 8B*HM»f Lfc. 1 N-tg 



^77 4-TltS?Lgfefc-£$J3 8mg (JR$2 7. 7 
%) ZWz. 

[0083] NMR (CDC1 3 )d:5. 04(2 
H, s). 6. 49(1H, dd, J = 9Hz, 2H 
z) . 6. 86 ( 1H, d, J = 2Hz) ,7.05 

( 1H. t, J = 7Hz) , 7. 11-7. 18(3 
H, m), 7. 25-7. 42(7H, m), 7. 64 

(1H, dt, J = 8Hz, 1Hz), 7. 73(1 
H, d, J = 9. 0Hz), 8. 15 (1H, dd, J 
= 8Hz, 1Hz), 8. 81 (1H, d, J = 8H 
z) . 9. 93 (1H, s) , 11. 64 (1H, s) 
IR(v, cm-', KBr) :3500-2500, 1 
682, 1 652, 1 580, 1 524. 1452, 1 
254, 752 

E I — MS (m/z, %) : 4 38 (M + , 20) , 4 
20 (43), 302 (1 1) . 30 1 (1 6) , 21 
1(9), 91 (100) 
lt£: 2 0 3~2 04«C 

[0 084] mmms 2 - (2-7x^757-4 

[0085] 
[ftl4] 



[0 086] 2-7i-;l-75/-4-7i-;Hf- 
^S#K2 OOmg (0. 64mmol) CM-it^f- 

p> ( 1 om 1 ) jsfafcasismRT. s-fkf-^-^ 

0. 15ml (1. 90mmol) SrjD*, MSTlRI 

fuyiomicm. Cit^Tk^Th'JX^TS 
>0. 36ml (2. 55mmol), 2-75 7£& 
#&0. 09g (0. 64mmol) tryt&ftJL^VV 

domi) >§${c?sTU m&x'i 8^mmitz. 

L , **BiE&7 h U WTffi 




A7 n^? h ^7 7 -TUf? UrflL r-feh-hU/PT 
WlSftU aBEfl:£ft3 7mg (JR*13. 4%) *ft 

[0087] NMR (DMSO-d 6 ) <? : 7 . 06 
( 1H, t, J = 7Hz) ,7. 1 1 (1H, dd, J 
= 8Hz, 1Hz) , 7. 19-7. 27 (3H, 
m), 7. 32-7. 46(6H,m), 7. 5 4- 

7. 60 (2H, m) , 7. 65 (1H, dt, J = 8 
Hz, 1Hz), 7. 82(1H, d, J = 8Hz), 

8. 03(1H, dd, J = 8Hz, 1Hz), 8. 5 
7 (1H, d. J = 8Hz) , 9. 36 (1H, s) , 
12. 08 ( 1H, s ) 



(15) 
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IR(t/, cm-i. KB r ) :3324, 3400-2 
300, 1682, 1650, 1 582, 1 556. 1 
416, 1266. 756 

E I —MS (m/z , %) : 4 32 (M* , 23), 4 
14 ( 100) , 295 (55) , 188 (65), 1 
87 (58) 




[0090] 4-7x-;WXf--^-2- ( 3 - MJ 7 
/^D7x-^7S/)£lf82 50mg (0. 66 
mmo 1 ) <m*0-VyMM (10ml) fcfifc** 
x/H. 0ml. N, N-s^**;fc/k&T5l*jftSS* 

jni. 2B§raj«grtL^o ^ai-c^aia, m\<oi& 

x*/p 10ml fcjffijfU £*ifc*&T*i&& 'J >7A 
0. 18g ( 1. 3 lmmo 1 ) . 2 -75 
Xf-;l/0. 1ml (0. 6 6 mmo 1 ) ( 1 5m 
l ) -Mix** (10ml) *>»£»»H:SrFU s 

wm&LK. in-si. mum*. 

5A?w?hr?y<-xnmi. miitamo. 1 o 

g (JR*2 9. 4%) fcftfc. 
[009 1] NMR (DMSO-dg ) 5 : 1. 4 4 
(3H, t, J = 7Hz), 4. 43 (2H, q, J = 
7Hz), 7. 10(1H, dd, J = 8Hz, 1H 
z) , 7. 15(1H, ddd, J = 8Hz. 7Hz, 
1Hz), 7. 27-7. 30 ( 1H, m), 7. 33 
-7. 37 (3H. m) . 7. 42-7. 54(6H, 
m) , 7. 61 (1H, ddd, J = 8Hz, 7Hz, 
1Hz), 7. 81 (1H, d. J = 8Hz), 8. 1 
2 (1H, dd, J = 8Hz, 1Hz), 8. 78(1 
H, dd, J = 8Hz, 1Hz), 9. 8 3 (1H, 
s) , 12. 05 ( 1H, s ) 

[0 0 9 2] HSS0I9 : 2- [4-7i-;Hf-;l'- 
2- ( 3 - HJ 7/M-ci;><f-;P7 xX/l^TS /) 
75 F 



Rt£: 2 2 0-2 2 3'C 

[0088] ##0J4 : 2- U -7x-;Uf-^- 
2- <3-HJ7/P:*n;<**7xXrt/7$/) <yX 
75 F] £jg«ftx** 
[0089] 
[fcl5] 




[0 0 94]*t«4-Cl!3iLfc2- [4"7i-/H 
f--)V-2 - (3-hU7;^a^^;W7xX;urS 
/J^yXTiM^liSxfyHOOmg (0. 1 
5mmo 1 ) (T>^ J-)V (10ml) jgfcfclN-* 

wcf v u 9 i*mm i o m 1 am . 2 ftisunasift 

$ET&* Us . 7-fe F - b V MZXW&ikZ 

ffv\ MBft£ft7 5mg («X$7 7. 6%) fcflfc. 
[00 9 5] NMR (DMSO-d 6 )S:7. 17- 
7. 28 (3H, m) , 7. 38-7. 54 (7H. 
m). 7. 54-7. 65(3H,m). 7. 82(1 
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H, d, J = 8Hz), 8. 01 (1H, dd, J=8 
Hz, 1Hz), 8. 55(1 H, d, J = 8Hz), 
9. 28 ( 1 H. s ) , 12. 06 ( 1 H, s ) 
IR(i/, cm-', KBr) :3304, 3500-2 
400, 1654, 1608, 1538, 1418, 1 
334, 1 256, 1 226, 1 128, 754 
E I -MS (m/z. %) : 4 84 ( M* , 12), 4 
83(34), 482(100), 464(12), 3 
63 ( 1 2), 2 56 (27 ) , 2 1 3 ( 1 3) 
MM.: 2 2 8~2 3 0'C 

[0096] ##015 : 2 - ( 2 -*.yi?fl,T 5 JK> 

[0097] 
[ftl7] 




[0098] 2-TS SO XT 5 HSASRxf-^ 
1 . 5 g ( 5. 2 8mmo 1 ) c7)N, N-^f-;MvP 
A75h*i8S<2 0ml ) tZSmtVV&O. 76 g 
(5. 54mmo 1 ) iii^Vy/^D* HO. 6m 
1 (5. 54mmo 1 ) SrjDt, ^aT18I^ISffi|^t 

7A^D7h/77^-t-MlU SIB^^l9 6 8m 
g (1R*4 9. 0%) fcfcfc. 

[0099]NMR(CDC1 3 ) 5: 1. 43 (3 
H, t, J = 7Hz), 4. 41 (2H, q, J = 7H 
z), 4. 46(2H, d, J = 6Hz), 6. 67 

(1H, d, J = 8Hz), 6. 92 (1H, dt, J 
= 7Hz, 1Hz), 7. 10(1H, dt, J = 7H 
z, 1Hz), 7. 22-7. 41 (6H, m), 7. 
57(1H, dt, J = 8Hz, 1Hz), 7. 78 

(1H, dd, J=8Hz, 1Hz), 8. 09(1 
H, dd, J = 8Hz, 1Hz), 8. 30-8. 43 

(lH.m), 8. 78(1H, dd, J = 8 Hz, 1 
Hz) , 1 1. 88 (1H, s) 

[o i oo] mmmi o : 2- (2-^y^rs/^ 

VXTSh' )£,&#& 
[0101] 
[ftl8] 




[0102] ##W5 -esau: 2 - ( 2 -<yi?A>T 

S 5 h' ) SJBtf Rxf-rt^ 0 0 m g ( 1 . 0 

7mmo 1 ) ^S-fVmWi ( 1 5ml ) fclN-*K 
h »J ^ 1 5 m 1 fcfln*. . 3 ffiMiS L 

fc. x*y-^£«ETe*U 8&ft£it&B(c-tift 
ttKLBRxf-jKliliajLfc. 3r&Jl£*, g&ft&ig* 

.-craws* u *i*«siw-hy'>A'C9aia, mtt-v 

*Uc. Bf^*x-f7P/^*lfyfcTlil&h&*fr 
V\ SSEfl:£ft2 7 3mg (JR*7 3. 1%) fcftfc. 

[0 103] NMR (CDC1 3 ) 8 : 4. 47(2 
H. s), 6. 66-6. 72(2H. m), 7. 14 

(1H, dt, J=8Hz, 1Hz), 7. 22-7. 
41 (7H, m), 7. 64UH, dt, J = 8H 
z, 1Hz), 7. 73 (1H, dd, J = 8Hz, 1 
Hz), 8. 16(1H, dd, J = 8Hz, 1H 
z), 8. 81 (1H, dd, J=8Hz, 1Hz), 
11. 63 ( 1H, s ) 

IR(i/, cm-i, KBr) :3404, 3500-2 
800, 1 698, 1 644, 1 610, 1 51 6, 1 
452, 1 362, 1 2 1 2, 7 56 
E I -MS (m/z, %) : 34 6 (M + , 80) , 3 
28(19), 210(79), 209(80), 18 
1 (80) , 180 (90) , 9 1 (100) 
MA: 1 7 5-1 7 6°C 

[0 1 04] mM6 : 2- (2-yXyy^7S7^ 
yXTSK) £JMBx*;l< 
[0 105] 
Hfcl9] 
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1. 5g (5. 2 8mmo 1 ) <7)N, N-i/XffV-fcJV 

^rs mm (20mi) t^s^y^A 1 . 5 2 g 

(11. OSmmoDfei^y^niHl. 3 
ml (11. 0 8mmo 1 ) £$Ul. MiSlX' 1 8 $|gffl| 

treses u ®mm±T%£Uz. wm&wny 
;W7^o7h/77^ --ma! i . wsuk&h 1 . 

0 8mg (JR94 4. 0%) 

[0 107] NMR (CDC 1 3 ) 8 : 1. 33 (3 
H, t. J = 7Hz), 4. 2 8 (2H, q, J = 7H 
z) , 4. 29 (4H, s) , 6. 87 (1H, dd, 
J=8Hz, 1Hz), 7. 0 6 (1H, dt, J=8 
Hz, 1Hz) , 7. 1 1-1. 21 (1 1H, m) , 
7. 58 (1H, dd, J = 8Hz, 1Hz), 7. 7 
4 (1H, dd, J = 8 Hz, 1Hz) , 8. 07 (1 
H, dd, J=8Hz, 1Hz), 8. 8 2 ( 1 H, d 
d, J=8Hz, 1Hz), 11. 88(1H, s ) 
[0 1 08] m&Ml 1 : 2- (2- s J<yiS)UT$.S 
K>XT$Y) $A«R 
[0 109] 
[ft2 0J 




[0110] ##$|6 T«U: 2 - ( 2 - iSO *J)V 
T 5 7<yX7 5 H ) 3&&#8xf-^7 5 0 m g ( 1 . 
6 lmmo 1 ) X.?;->V®ffi. (10ml) (C1N-* 
mtt h I) * A*» $ 1 0 m 1 £ Jdx . 3 B#fa»ilsiE 

B a H £ffV\ f@M:£ft5 9 0mg (IR*84. 0%) Sr 

[0111] NMR (CDC1 3 ) <5 : 4. 27(4 
H, s), 6. 86(1H, dd, J = 8Hz, 1H 
z), 7. 0 7 ( 1H, dt, J=8Hz, 1Hz) , 
7. 1 1-7. 22 ( 10H, m) , 7. 63 (1H, 
ddd, J=8Hz, 7Hz, 1Hz) , 7. 80 (1 
H, dd, J = 8Hz, 1Hz) , 8. 06 (1H, d 
d, J = 8Hz, 1Hz) , 8. 80 (1H, dd, J 
= 8Hz, 1Hz) , 11. 08 (1H, s) 
lR(v, cm 1 , KBr) :3 500-2700, 1 
718, 1 636, 1 506, 1452, 1 288, 1 
180, 1 164, 762, 698 
E I -MS (m/z, %) : 4 3 6 (M + , 1 ) . 4 3 
5(4), 346(24), 345(86), 327 
(18) , 209 (37) , 208 (1 00) , 9 1 
(80) 

Hb£: 14 7~148°C 

[01 1 2] mmi ■ 2- (^wsy^xrs 

[0 113] 
[^21] 
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C 2 H 5 OOC 






[0114] 2 -r s y^yxrs K£,6#S?x^ 
1 . 0 g (3. 5 2mmo 1 ) ON, N-^-f-y^/W 

at 5 mm domi) izm* yy&o. 5 g 

(3. 70mmo 1 ) fcitf 3- b'.X? yo . 3ml 
(3. 7 0mmo 1 ) ZDul. MiST'l 6^H«f#t 

7A?n7h/77^-t-«lL, fM^3 10m 
g <JR*2 9. 5%) fcfffc. 
[0 115] NMR (CDC 1 8 ) * : 1. 42 (3 
H, t, J =7 Hz), 2. 91 (3H, d,.J = 5H 



CnHrOOC 



HN-CH 3 



z) , 4. 41 (2H, q, J = 7Hz), 6. 6 9- 

6. 74 (2H, m), 7. 09 (1H, dt, J = 8 
Hz. 1Hz), 7. 38QH, dt, J=8Hz, 
1Hz), 7. 57(1H, dt. J = 8Hz. 1H 
z). 7. 75(1H, dd, J=8Hz, 1Hz), 

7. 82(1H, s), 8. 09 (1H, dd, J = 8 
Hz, 1Hz), 8. 78(1H, dd, J=8Hz, 
1Hz) , 1 1. 84 (1H, s ) 

[o 1 16] mmmi 2 ■. 2- {2-*+n,T$s*y 

[0 117] 
Ut22] 



HOOC 



HN-CH3 



[0118] mrM7X-Wim Iti 2 - ( 2 -*^7S 
SKyXT 5 F ) K*#»Xf-^ 95mg(0. 32m 
mo 1 ) X?y-)],®m (6ml ) fell N-*lHt;7h 
'J * A#jtjR 6 m 1 ZMx. , 1 HHQftffl&lSK Lfc. X? 

(t^80mg (JR$93. 1%) Srftfc. 
[0119] NMR (CDC1 3 ) 8 : 2. 83(3 
H, s), 6. 6 7 ( 1 H, dt, J = 8Hz. 1H 
z), 7. 18(1H, dt, J = 8Hz, 1Hz), 
7. 40 (1H, dt, J = 8Hz, 1Hz), 7. 6 
0-7. 7 0 (3 H, m), 8. 0 4 ( 1H, dd, J 



CjHgOOC 




HN-CH3 



= 8Hz, 1Hz), 8. 62(1H, dd, J = 8H 
z, 1Hz ) , 11. 96 ( 1 H, s ) , 13. 7 1 
( 1H, br-s) 

IR(i/, cm-i, KBr) :3424, 3400-2 
500, 1 690, 1 642, 1 608, 1 522, 1 

4 52, 1 296, 1 2 14, 7 52 

E I -MS (m/z, %) : 27 0 (M + , 60) , 2 
52 (6) , 1 34 ( 1 00) , 1 05 ( 1 6), 9 1 
( 30) , 77 (33) 
KjA : 2 0 5~2 0 7'C 

[0120] ##fl]8 : 2 - ( y^f;PrSy<^7 

5 F ) 3cES«x^ 
[0121] 
[ft23] 
C 2 H 5 00C 



[0122] 2 -7 5 SKyXT S F£,t#gp:^ 
1. Og (3. 5 2mmo 1 ) CON, N-i^f-;MvP 

mm ( 1 Om 1 ) fcHOfefrtf^Al. Og 
(7. 0 4mmo 1 ) i3j;l^3-h'y^yo. 6ml 
(7. 04mmo 1 ) *Jpi, 6«ftSHfttl, 

7A7nvh/77^-tm, «Eft^»7 1 Om 




g (IR$6 4. 6%) Srftfc. 
[0 123] NMR (CDCI3 ) d : 1.39(3 
H, t, J = 7Hz), 2. 82 (6H, s), 4. 3 
5 (2H. q, J = 7Hz), 7. 06-7. 12(2 
H, m), 7. 15(1H, dd, J = 8Hz, 1H 
z), 7. 42 (1H, ddd, J = 8Hz, 7Hz, 
1Hz), 7. 56(1H, dd, J = 8Hz, 1H 
z ) , 7. 96 ( 1H, dd, J=8Hz, 1Hz) , 
8. 02(1H, dd, J = 8Hz, 1Hz), 8. 9 
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3 (1H, dd, J = 8Hz, 1Hz), 12. 60 
(1H, s) 

[0 1 24] ggffcffll 3 : 2- {2-i?X1-)V7$;< 




[0126] ##0J8t*ISii Lfc2- (2- 

5 J^VXT 5 H ) ^S#^x^4 8 4 m g ( 1 . 5 
5mmo 1 ) X? ( 1 0m 1 ) £lN-#« 
tt-f h 'J ? A*jg» 1 0 m 1 £Mt . 2 BftSMOft L 
fc. x*/-/M&«ETS*U JMfttHUMrCll 
tt£Lft»xf-/pmfiLfc. fflfli*- 

tfV\ 8liBft^»3 3 7mg (JR»7 6. 5%) 

[0127]NMR(CDC1 3 ) 5 : 4. 27(4 
H, s ) , 7. 09-7. 1 8 ( 3H, m), 7. 44 
(lH.'ddd. J = 8Hz, 7Hz. 1Hz), 7. 

6 4 ( 1H. dt, J = 8Hz, 1Hz) , 7. 99 
(1H, dd, J = 7Hz, 1Hz). 8. 10(1 
H, dd, J=8Hz, 1Hz), 8. 97 (1H, d 
d, J=8Hz. 1Hz) 

I R U, cm-i, KBr) : 3400-2400, 1 

7 1 6, 1636, 1 580, 1 51 2, 1450, 1 
378, 1 208, 770, 758 

E I -MS (m/z, %) : 2 84 (M* , 15), 2 
70(3), 148 (100) , 147 (88) , 10 
5(16), 91(24), 77(19) 
ffiUS.: 1 3 7~1 3 8°C 

[0128] ##019 : 2 - ( 2 - t^U ^l^yXT 
SF) SllHf* 
[0 129] 
ltt.2 5] 




[0130] 2 - T 5 SOXT 5 F&ftSftxf-A' 5 
0 Omg ( 1 . 7 6mmo 1 ) <7)N, N- : JX^)Vfc)V 



[0125] 
[€2 4] 




&7$mm ( 1 5m 1 ) lzm#V*7J±5 1 Omg 
(3. 69mmo 1 ) fcjtfl , 5-s/*3-F<*V*y 
0. 3ml (2. 1 lmmo 1 ) fcfttf., 6 0trt'2 0 

ft75mg (JR*12. 1%) 

[0131] NMR (CDC 1 3 ) $ : 1. 36 (3 
H, t, J = 7Hz) , 1. 42-1. 50 (2H, 
m), 1. 56-1. 67 (4H, m) , 3. 03(4 
H, t, J = 5Hz) , 4. 32 (2H, q, J = 7H 
z), 7. 05-7. 14 (3H, m), 7. 41 (1 
H, ddd, J = 8Hz, 7Hz, 1Hz) , 7. 57 

(1H, dt, J = 8Hz, 1Hz), 7. 86(1 
H, dd, J = 8Hz, 1Hz) , 8. 06 (1H, d 
d, J = 8Hz, 1Hz), 8. 84 (1H, d, J = 
8Hz) , 1 2. 29 ( 1H, s ) 

[0132] ggftftl 4 : 2- ( 2-K^U y(KyX 

[0 133] 
Hfc2 6] 




[0134] ##0ij9 TtBSLfc 2 - ( 2 - f^U >-7U 
<yXT 5 F ) fMI|Xf-/l'7 5 m g ( 0 . 2 1 mm 
o 1 ) X?S-IU®M (10ml) t,ZlN-*fflt-)-h 

vvtJitmmi om i zmx.. 2vijiBMmmit:. x 

* /-ASSETS* U SS^fcWBKfcTKttfc L 



(20) 



11-17 18 4 8 



V\ MEfl:£*5 7mg Wm7 6. 5%) ZWz. 

[0135]NMR(CDC1 3 ) d : 1. 43-1. 
50 (2H, m) , 1. 50-1. 65 (4H, m) , 
2. 88-3. 08(4H, m), 7. 08-7. 20 

(3H, m), 7. 44 (1H, dt, J = 8Hz, 1 
Hz) . 7. 61 (1H, dt, J = 8Hz, 1H 
z), 7. 91 (1H, dd, J = 8Hz, 1Hz), 
8. 83 ( 1 H, d, J = 8Hz ) 
I R ( v , cm-', KBr) : 3400-2100, 1 
676, 1 576, 1 520, 1452, 1418, 1 
270, 908, 766, 756 
EI -MS (m/z, %) : 3 24 (M + , 15), 1 
88 (90), 1 87 (100), 1 59 (36) 
Sfi£: 1 9 2-1 9 3*C 

[0 1 3 6] ##0U 0 : 2- ( 2-?DO-4-7x 
-;kx^^;KyXTS F) $A#»xf-;U 
[0137] 

[ft2 7] 2-^oa-4-7x-;UX^x;l^ / a#it 
0. 82g(3. 1 9 mm o 1 > ^il^y-fefyjfig 

( 1 0ml ) fctt-ftf-^-yH . Oml&tfN, N-j-? 
**;Mvk&T$ FftWfcJD*., lB^fflMBlSKU: 
ft, *tt£iSffTS*Lfc. »W*i*»»xf-;n Om 

lfcJSWU ;*lt*»TftlWU^O. 88 g 

( 6 . 3 9 mm o 1 ) atf 2 -T 5 -/&ft#»xf-;U 
0. 47ml (3. 19mmol)^)*(15ml)S 
tflffiRxf-^ (5ml) ^£*«fc«rFU 
HflBlfllffLfc. U *l*iH»xf-;i,-e» 

iBLfc. till*, IM^iWc*tbU^*||MB», 

tSAUHHteftl. 08g (JR*8 3. 8%) 
fc. 

[0138]NMR(CDC1 3 ) : 1. 40(3 
H, t, J = 7Hz), 4. 37 (2H. q, J = 7H 
z), 7. 16 (1H, ddd, J = 8Hz, 8Hz, 
1Hz), 7. 35-7. 41 (3H, m), 7. 39 
-7. 58(3H,m), 7. 59-7. 66(3 H, 
m), 8. 10 (1H, dd, J = 8Hz, 1Hz), 
8. 89 (1H, d, J = 8Hz), 11. 62(1 
H , s) 

[0 139] ##0|1 1:2 - (2-;on-4-7i 
z;l,xfz;KyX7J F) 3ct.#M 
[0140] 

[ft2 8] ##W1 OTttttLfc (2-?DD-4-7 
x -;Ufz;KyX7 $ F ) 3£R#»xf-;|/ 1.03 
g (2. 5 5mmo 1 ) Wy-/K2 0ml ) 
(C 1 M -*Rfc-J- h "J * 2 0ml ifti , 1 1$ 



x^y-^-cSl&RU MHteftO. 82 g (JR#8 
6.0%) 

[014 1] NMR (DMSO-d 6 ) $ : 7. 2 6 
(1H, ddd, J = 8Hz, 8Hz, 1Hz), 7. 
45-7. 50(3H, m), 7. 59-7. 65(2 
H, m), 7. 66-7. 72(2H, m), 7. 77 
(1H, d, J = 8Hz), 7. 83 (1H. d. J = 
1Hz), 8. 04 (1H, dd, J = 8Hz, 1H 
z) . 8. 57 ( 1H, d, J = 8Hz) , 11.67 
(1H, s) 

[0 14 219WM1 5 : 2- {2-*<*yV7$J- 
4-7x-^xf^;KyX75 H) &gl#B 
[0143] 

[fc29] ##0jJlO-CSgj£U:2- (2-?oo-4 
- 7 x x;Vxf-/K y XT $ H ) 3UHHI 3 0 0 m g 

( 0 . 8 0 mm o 1 ) Vy^tisfrTS. V ( 5 m 1 ) ?M 
fcIl*y7A140mg (0. 96mmol)&tf5 
wt. %<OiSttflJISrJnt, f^+l 7 0'CT 3B#0ill 

? y L*Efl:£ft 0 . 1 2 g ( JR$ 3 3 . 

0%) 

[0 144] NMR (CDC1 3 )S:0. 91(3 

H, t, J = 7Hz), 1. 28-1. 40 (4H, 
m), 1. 40-1. 50(2H,m), 1. 68- 

I. 76 (2H, m) , 3. 20 (2H, t, J = 7H 
z), 6. 83(1H, dd, J = 8Hz, 1Hz), 

6. 89 (1H, d, J = lHz), 7. 14 (1H, 
ddd, J=8Hz, 8Hz, 1Hz), 7. 34- 

7. 39 (3H, m) , 7. 54-7. 60 (2H, 
m), 7. 60-7. 69(2H,m), 8. 16(1 
H, dd, J = 8Hz, 1Hz) , 8. 80 (1H, d 
d, J = 8Hz, 1Hz) , 11. 64 (1H, s) 
IRU, cm-i, KBr) :3344, 2932, 1 
652, 1 604, 1 532, 1 252, 762, 75 
4 

E I -MS (m/z, %) : 44 0 (m + , 100), 
422(19), 369(29), 304(34), 2 
32 (96) 

MA : 21 1-213 'C 

[0 14 5] mmi 6 : 2- (2-<y ! JjlT$S- 
4 - 7i-JHf-;KyX7 5 F ) 3cflL#K 
[0146] 

[-fk3 0] mmiox-gmuz2 - (2-;nn-4 
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-7 x -)l3^-~)VOXT $ H ) 6 0 m g 

(0. 70mmo 1 ) <7)<Vi?)VT$.V (3m 1 ) ®M 
lZ§mtiW&0. 1 2g ( 0. 84mmo 1 ) RX/5 

wt. %<7)vgtt^iB$:jiix. 1 7o°cx'3mmmim 
itz®. saa-c&au:. rjemcim-^^jd 

TfMSLfcflL X 7 y -;lT?l8hfli L«Efc£ft 9 0 m 
g (IR*2 8. 7%) fcftfc. 
[0 14 7] NMR (CDC 1 3 ) 5:4. 74 (2 
H, s) , 6. 85-6. 90 (2H, m) . 7. 12 
-7. 1 7 ( 1H, m) , 7. 26-7. 3 0 (1 H, 
m), 7. 32-7. 42 (6H, m) , 7. 50- 
7. 55 (2H, m), 7. 64 (1H, ddd, J = 
8Hz, 7Hz, 1Hz) , 7. 7 1 ( 1H, d, J = 
8Hz), 8. 16 ( 1 H, dd,'J = 8Hz, 1H 
z), 8. 79(1H, dd, J = 8Hz, 1Hz), 
11. 7 1 ( 1H, s) 

1 R ( v, cm- 1 , KB r ) : 3 24 0, 1682, 1 
650, 1 604, 1 538, 1 266, 766, 75 
6 

E I -MS (m/z, %) : 44 6 (m + . 100), 
428(37), 310(84), 280(87), 2 

2 1 (42) . 1 93 (69) , 9 1 (22) 
MA: 2 2 6 - 2 2 8'C 

CO 1 48] ##0U 2:2- ( 2 -y ^Tntr^) 
7$ 

[0 14 9] 

[fc3 1] 2-^nnStfll. Og (6. 39mm 
o 1 ) cD2-^^rot;Pr5> (3ml) SfiRfc& 
K*U»>A1. 06g (7. 1 6mmo 1 ) &t/5w 

t . KossttfljHSrim* . 1 7 o*ct i isfflffl* 

*-?»«LtHEfc**0. 99g(JR$88. 0%) 

mtz, 

[0 15 0] NMR (CDC1 3 ) 8 : 1. 03 (6 
H, d, J = 7Hz) , 1. 99 (1H, sept. , 
J = 7Hz), 3. 04 (2H, d, J=7Hz), 

6. 56(1H, ddd, J=8Hz, 8Hz, 1H 
z), 6. 68(1H, dd, J = 8Hz, 1Hz), 

7. 38(1H, ddd, J=8Hz, 7Hz, 1H 
z), 7. 98(1H, dd, J = 8Hz, 1Hz) 
[0 151]HM^J17 : 2 - [2- (2-y-Wo 

t^r s y ) ^yxr 5 H ] 

[0 152] 

Ut3 2 ] ##0IJ 1 2 "CSS Uz2- (2 -^f;^n 



t/1^) 7$/£,&#R0. 30g(l. 5 5mmol) 
c^fil^y-lfy^ (5ml) fcUgfcf-jr-jK) . 5 m 
lAtfN, N-^^;^;WA7SKjftSS^JPi. 1^ 

^fi/yiom i mmi. zti*. smm&Th 

l>xf-/l/7*$>"0. 6 4ml (4. 66mmol)M 
2-7$7^&#K0. 2 1 g (1. 5 5mmo 1 ) CD 

domi) wmz. *fcT*TU m® 
-cissmmtti, suEmt lM-mtm. m 
mzwcffliit:. wmti*Rvmo£&iccm: 

Lfcfc, x*y-*?SIBfiL«iEfc^O. 2 3g ' 

(JR^4 6. 9%) fcitfc. 

[0 15 3] NMR (CDC 1 3 ) 8 : 1. 06(6 
H, d, J = 7Hz) , 2. 02 (l.H, se pt, J 
= 7Hz) , 3. 05 (2H, d, J = 7Hz) , 6. 
69(1H, dt, J = 8Hz, 1Hz), 6. 76 

(1H, d, J = 8Hz), 7. 16 (1H, ddd, 
J=8Hz, 8Hz, 1Hz), 7. 3 8 ( 1H, dd 
d, J = 8 Hz, 7Hz, 1Hz), 7. 67 (1H, 
ddd, J=8Hz, 7Hz, 1Hz), 7. 72(1 

H, dd, J = 8Hz, 1Hz) , 8. 19 (1H, d 
d, J = 8Hz, 1Hz), 8. 84 ( 1 H, dd, J 
= 8Hz, 1Hz) , 11. 57 ( 1H, s ) 
lR(u, cm-', KBr) :2962, 1 658, 1 
602, 1 576, 1 532, 1 256, 7 52, 73 
8 

E I -MS (m/z, %) : 312 (m+, 4 1), 2 
69(61), 251 (16), 132(100), 1 
20 (30) 

WL&: 1 5 9-16 0°C 

[0 154] #sfWl 3 : 2-^70^*^757$ 
&$» 
[0 155] 

[ft3 3] 2-7nn^,S#^l. Og (6. 3 9mm 
o 1 ) <7)i/?W«s*i/)\,7$> (3ml) mUttzB&M 
'J^Al. 06g (7. 1 6mm o 1 ) 5wt. % 
V&mm* Ml . 1 7 0 °CT 0 . 5 B^iPi*! 

tat. wm^vx-m^Ltz. ^m*?mv$m-m 
*tii#»u m*m*i-bv*rj>"cim®t. mm 

-x-muLwrn^mi. 21 g (jr$9o. e%) t 

[0 1 56] NMR (CDC 1 3 34-1. 
47 (5H, m) , 1 . 60-1 . 68 ( 1 H, m) , 

I. 74-1. 8 3 (2H, m), 1. 98-2. 10 
(2H, m) , 3. 36-3. 46 ( 1H, m) , 6. 
56(1H, ddd, J = 8Hz, 7Hz, 1Hz), 
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6. 71 (1H, d. J = 8Hz) . 7. 36 (1H. 
ddd, J = 8Hz, 7Hz, 1Hz), 7. 96(1 

H, dd, J = 8Hz. 1Hz) 

tO 1 5 7] mfoMl8 : 2 - [2 - (vyo'v^/P 

[01 58] 

[fc3 4] ##09 1 3TSILfc2-y?D^^7 
Sy£&#»0. 30g (1. 5 5mmol)^i^ 

y#y®® ( l om i ) ttt-ftf-^-A'O. 5m i &y 

VV\ Omlfc*J»U £*l*2*8IMlTs MJxf- 
/PTS>-0. 57ml (4. llmmol)SI/2-7 
5 y^-tSgtO . 19g(l. 3 7mm o 1 ) OJg-fb< 

domi) safcyfcfcTarr-u sa-ci si* 

x? y -/PT'S&bI, L«iE€3ft 0 . 3 0 g ( jty* 5 % 
9.3%) 

[0 15 9] NMR (CDC1 3 ) 1. 26-1. 
40 (3H, m) . 1. 40-1. 52 (2H, m) . 

I. 58-1. 68 (1H, m) , 1. 72-1. 84 
(2H, m) , 1. 99-2. 05 (2H, m) , 3. 

44-3. 54 (1H, m) , 6. 63 (1H, dd 
d, J=8Hz, 8Hz, 1Hz), 6. 85(1H, 
d, J=8Hz), 7. 19 (1H, ddd, J = 8H 
z, 8Hz. 1Hz), 7. 34(1H, ddd, J = 
8Hz, 8Hz, 1Hz) , 7. 67 ( 1H, dd, J 
= 8Hz, 1Hz) , 7. 74(1 H, dd, J = 8H 
z, 1Hz), 8. 86 (1H, dd, J = 8Hz, 1 
Hz) , 12. 07 (1H, s) 
IR (u, cm' 1 , KBr) :2936, 1658, 1 
574, 1 532, 1 252, 754, 740 
EI -MS (m/z, %) : 3 38 (m + , 100) , 
326 (5) , 295 (22) , 202 (18) . 20 
1 (1 6), 1 58 (41), 1 32 ( 19), 1 20 
(19) 

2 3 0-2 3 2°C 
[0 1 60] ##0U4 : 2- (2-7au<yXT$ 

h) mm&i-iv 

[0161] 

Hfc3 5] 2-yno^ft#il3. Og (19. 2mm 

o 1 ) com^y^ymm oomi) \,zmti-*-)v 

2. Oml&yN, N-^f-A^ls^ArS K&SSfcJn 

e**»Bxf-A' (2 0m l ) CSHU ^ft£*&T 
£®#U?A5. 3g (38. 3mmo l ) RX/2-T 
$y£,&#gfX^2. 8ml (19. 2mmol)<7) 



* ( 3 Om 1 ) mffim^)V ( l 5m 1 ) 
fcSSTU 3S&-C3i$ISB»PUi. *tS«£#i!j!U * 

fiETlfiLfco SSti$-x-f;U-'\df-9-yT'B^ B B B L 
f8Hfc#»5. 2g (1R$8 9. 7%) 
[0 1 62] NMR (CDC 1 3 39(3 

H, t, J = 7Hz) , 4. 36 (2H, J = 7H 
z) . 7. 16 (1H, ddd, J = 8Hz, 7Hz. 
1Hz) , 7. 34-7. 43 (2H, m) , 7. 45 
-7. 49 (1H, m), 7. 61 (1H, ddd, J 
= 8Hz, 7Hz, 1Hz) , 7. 66 ( 1H, dd, 
J = 8Hz, 1Hz), 8. 09 (1H, dd, J = 8 
Hz, 1Hz), 8. 90(1H, d, J = 8Hz) 1 

I. 55 ( 1H, s) 

[0 1 63] ##M1 5 : 2- ( 2-yan<yxr$ 
[0 164] 

Ut3 6 3 ( S K ) %A«Kxf-^ 

5. 22g (1 7. 2mmo 1 ) <T>X.? J-)\, (5 0m 
1 ) Wmz 1 M-*Kfc* h ij W«5 0 m 1 £JD 
3B$|gjn&Jigf[Lfc&, x^y-;U$-^£ET®iL 

ft£tt4. 15g (JR$8 7. 6%) £ftfc. 
[0 16 5] NMR (DMSO-d 6 ) £ : 7. 2 2 
(1H, ddd, J = 8Hz, 8Hz, 1Hz), 7. 
49 ( 1H, ddd, J = 7, 7Hz, 1Hz) , 7. 
5 5 (1H, ddd, J = 8Hz, 8Hz, 1Hz) , 
7. 58-7. 68 (2H, m) , 7. 70 (1H, d 
d. J = 7, 1Hz) , 8. 03 (1H. dd, J = 8 
Hz. 1Hz), 8. 60(1H, d, J = 8Hz), 
11. 95 (1H, s) 

[0 16613SBW19 : 2- (2-M^^7$y*s 
fX75F)£JB*a 
[0 167] 

[^3 7] ##^J1 5T«tL/£2- (2-^no^y 
H) £&#$*4 OOmg ( 1 . 4 5mmo 1 ) CO 
^7S^(6m 1 ) m£m*V*r&240m 
8(1. 7 4mmo 1 ) S^5wt. %^Stt-ft^^jD 
1 7 OrTl . 5l«ll|ffifl|ff Lfcflh MS 

i-cHHiLfc. RjejsaciM-ttM^jni, Bfix^ 

ft, X^y-^T'SghflU MEfc£*j3 7 0mg (JR 
$7 5. 8%) 

[01 68] NMR (CDC1 3 ) 8 : 0. 90(3 
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H, t, J = 7Hz) , 1. 28-1. 50 (6H, 
m) . 1. 64-1. 74 (2H, m) , 3. 19(2 
H, t, J = 7Hz), 6. 67 (1H. ddd, J = 
8Hz, 8Hz, 1Hz), 6. 74 (1H, d, J = 
8Hz), 7. 14(1H, ddd, J = 8Hz, 8H 
z, 1Hz), 7. 3 6 ( 1 H, ddd, J = 8Hz, 
8Hz, 1Hz) , 7. 64 (1H, ddd, J = 8H 
z, 8Hz, 1Hz), 7. 68(1H, dd, J=8 
Hz, 1Hz), 8. 16(1H, dd, J = 8Hz, 
1Hz), 8. 80 (1H, dd. J = 8Hz, 1H 
z) , 11. 52 ( 1H, s ) 
IR(i/, cm-i, KB r ) :2924, 2856, 1 
698, 1646, 161 2, 1 574, 1 538, 1 
294, 1 222, 756, 740 
EI-MS (m/z, %) : 340 (m + , 94) , 3 
22 ( 1 3), 269 (75), 25 1 (26) , 20 
4 (32)'. 1 32 ( 100) , 1 20 (30) 
M* : 1 5 1 - 1 5 2'C 

[o 1 6 9] mmm2o -. 2- [2 - ( 2, 2-i?** 

[0170] 

[^38] mmi 5-mmitz2- (2-;on\y 

X75 K) £E#l§400mg (1.4 5mmo 1 ) <F> 
2, 2-V* WTaKW S y ( 7 m 1 ) Jgifct&il 
^'J^A240mg ( 1 . 74mmol)S^5wt. 

%mmmimt. 1 7 ox;T3isiMtfs# 

^il7 0mg <IR¥3 6. 3%) 

[0171] NMR (CDCl 3 )ff: 1.06(9 
H, m) , 2. 99 (2H, s) , 6. 64 (1H, d 
dd, J = 8Hz,8Hz. 1Hz), 7. 13(1 
H, ddd, J = 8Hz, 8Hz, 1Hz) , 7. 34 

(1H. ddd. J = 8Hz, 7Hz, 1Hz). 7. 
65 (1H. ddd. J = 8Hz, 7Hz. 1Hz). 
7. 70 ( 1H, dd, J = 8Hz, 1Hz), 8. 1 
6 (1H, dd, J = 8Hz, 1Hz), 8. 83 (1 
H, dd, J = 8Hz, 1Hz), 11. 57 (1H, 
s) 

IR (»/, cm-', KB r ) :3368. 2960, 1 
666, 1 578. 1 526, 1 262, 758. 74 
6 

EI-MS (m/z, %) : 326 (m + , 47) . 2 
69 (89). 251(22). 132(100), 1 
20 (23) 

BJ[£: 1 9 3-1 9 4°C 
[0 17 2] mkM2 1 : 2- 



[0173] 

[fc39] ##W1 5T«JiU:2- (2-^oo^y 
XT 5 H ) £,&#80 . 40g (1. 4 5mmo 1 ) O 
it?1r)VT $y(4ml) ®WUZ§m# U -7 A 0 . 2 4 
g(l. 7 4mmo l ) &tf5wt. %tf)*SMJl£aiJ 

i, i 7 or-csBWBftflRaifPLfca. saarjwat 

fc. 5M!«RRfe:iM-«M*Jni, PKx^THIiajL 

®mmj±T%£itz. mm 

/P-CSISAL, «Eft£ftO . 2 5 g (IR*4 5 . 9 

%) mtz. 

[0 174] NMR (CDC 1 3 ) S : 0. 89(3 

H, t, J = 7Hz), 1. 24-1. 39 (8H. 
m ) , 1. 3.9-1. 4 9 ( 2 H . m ) , 1. 6 5- 

I. 75 (2H. m) . 3. 19 (2H. t. J = 7H 
z), 6. 6 7 ( 1H, ddd, J = 8Hz, 8Hz, 
1Hz), 6. 75(1H, d, J = 8Hz), 7. 1 
4(1H, ddd, J = 8Hz, 8Hz, 1Hz), 

7. 36(1H. ddd, J = 8Hz, 7Hz, 1H 
z), 7. 64(1H, ddd, J = 8Hz, 7Hz, 
1Hz), 7. 69(1H, dd, J = 8Hz, 1H 
z), 8. 17 ( 1 H, dd, J = 8Hz, 1Hz), 

8. 80 (1H, dd. J = 8Hz. 1Hz), 11. 
67 (1H, s) 

lR(u, cm-i. KBr) :3228, 2928. 2 

852, 1 698, 1 646, 1 6 1 0, 1 574, 1 

5.4 0, 1292, 1204, 756, 738 

E I —MS (m/z, %) : 3 68 (m + , 90), 3 

40(25), 269(96), 25 1.(22), 13 

2(100), 120(30) 

Hb£: 14 6-147°C 

[0 17 5]HSfiWl2 2 : 2- (2-Ti/)UT$./0 

xrsh*) 

[0 176] 

ut40] mmi 5x-mkitz2- (2-^nn^ 

XT5H) £&#K4 0 0mg ( 1. 4 5mmo 1 ) CO 
f^T5>- (4ml ) mmiZfcMti U >7 A 2 4 0 m g 
(1. 7 4mmo 1 ) AV5wt. %^SttflJB*Jn 

1 1 o°cx'3#fmummuz&. mmx'&mi 
i-hv^xwm. ®m®ET%£itz. mm 

isVi]¥)V?u-?Y?vy A-x-m^fz®.. T-bhx 
h y/KH&SIU »£fl:£ft3 0 Omg (JR*5 1 . 
9%) fcfcfc. 

[0 177] NMR (CDC1 3 ) 5 : 0. 88(3 
H, t, J=7Hz). 1. 20-1. 38 ( 1 2H, 
m) , 1. 38-1. 48 (2H, m) , 1 . 65- 
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1. 74 (2H, m), 3. 18(2H, t, J = 7H 
z) , 6. 66 (1H, ddd, J = 8 Hz, 8Hz, 
1Hz), 6. 75(1 H, d, J =8 Hz), 7. 1 
3(1H, ddd, J = 8Hz, 8Hz, 1Hz), 

7. 35(1H, ddd, J=8Hz, 7Hz, 1H 
z), 7. 64 (1H, ddd, J = 8 Hz, 7Hz, 
1Hz), 7. 69(1H, dd, J = 8Hz, 1H 
z), 8. 15 (1H, dd, J = 8Hz, 1Hz), 

8. 80(1 H, dd, J = 8Hz, 1Hz), 11. 
58 ( 1H, s) 

IRU, cm-i, KBr) :3326, 2924, 2 
852, 1 698, 1646, 1610, 1 574, 1 
540, 1294, 1200, 756, 736 
E I -MS (m/z, %) : 396 (m + , 74), 3 
68(28), 340(11), 269(100), 2 
5 1 (26) , 1 3 2 (78) . 1 2 0 (30) 
it* : 1 2 6 - 1 2 7'C 

[01 78]###J16 : 2- ( 2 ~4 7 J V Y 'J/K 
>-XTSH) £A#Rx?-;l/ 
[0 179] 

[ft4 1]2- ( 2-TS.yKyXTS. Y) £,ft#I?x 
f^500mg ( 1 . 76mmo ] ) <7)N, N-j/^f- 
MVI'AT S K ( 5 m 1 ) ®mzm* ^A5 3 0m 
g (3. 8 7mmo 1 ) a' -y'/nt-o- 

^fyl/^TOmg ( 1 . 7 6mmo 1 ) £JD*., 1 1 

ox;T3isia»«awpLJt«. WAt-nmLt:. m 

(W5 3. 1%) 

[0 180] NMR (CDC 1 3 ) 8 : 1. 31 (3 
H, t, J = 7Hz), 4. 22 (2H, q, J = 7H 
z) , 4. 75 (4H, m) , 6. 88 ( 1H, dd 
d, J = 8Hz, 7Hz, 1Hz), 6. 9 7 ( 1 H, 
d, J=8Hz) , 7. 13 (1H, ddd, J = 8H 
z, 7Hz, 1Hz), 7. 58-7. 65 (2H, 
m) , 8. 05(1H, dd, J = 8Hz, 1Hz), 
8.95 (1H, d, J = 8Hz) ,11.66(1 
H, s) 

[0181]^M}23 : 2- ( 2-4 VA > Y V)VK 
[0 182] 

ut4 2] mmi evmmtt:2- {2-avavy 

VfoOXTz Y ) £A#RX*^3 6 Omg ( 0 . 9 
3mmo 1 ) CDX?y-/P (5ml) »»KClM-#« 
ItthV^J^m (5ml) SrjDi., 2^Jp^ijig| 



Bilif-^-N^y t . ffiBft^Hi 2 6 0m 
g (JR$7 7. 7%) 

[0 183] NMR ( CDC 1 3 ) d : 4. 71 (4 
H, s), 6. 90(1H, ddd, J = 8Hz, 7H 
z, 1Hz) , 6. 99 ( 1H, d, J = 8Hz) , 
7. 13-7. 23(5H, m) , 7. 40 (1H. d 
dd, J = 8Hz, 7Hz, 1Hz), 7. 63(1 
H, dd, J = 7, 1Hz), 7. 67 (1H, dd 
d, J = 8Hz, 7Hz, 1Hz), 8. 08(1H, 
dd, J = 8Hz, 1Hz), 8. 97(1H, d, J 
= 8Hz) , 1 1. 48 (1H, s) 
IRU. cm-i, KBr) :3328. 1 668, 1 
518, 1 264, 756 

EI-MS (m/z, %) : 358 (m+, 15) , 3 
12 (7) , 269 ( 1 0) , 221 (52) , 1 93 
(100) , 1 32 ( 14) 
It*: 18 5-186°C 

[oi 84] mmm2A -.2-12- a-xu&ix 

f7U) 7 5 SKyXT S Y ] ScJft#K 
[0 185] 

Ut 4 3 ] mm 1 5 X'Sm Lfc2- (2- ;ao\y 
X7S K) £,ft#$0. 26g (0. 93mmo 1 ) CD 
4 -^T-f-zPT 5 y ( 3 m 1 ) ff»(C0ai« >J A 0 . 
15g(l. 1 lmmo 1 ) &tf5wt. %<OfiSttftJH 
SrSnt, SJW^l 7 0°CT'5^jDiWL7tft, S3 
iTfcSJLfc. RtfS^fclMHBKfcjn*.. ftBxf- 

fM-£ftO. 15g (JR*4 5. 0%) 
[0 1 86] NMR (CDC 1 3 ) S : 0 . 92(6 
H, t, J = 7Hz) , 1. 30-1. 62 (8H, 
m), 3. 50 ( 1H, pent, J = 6Hz), 6. 
61 (1H, ddd, J = 8Hz, 7Hz, 1Hz), 
6. 75 (1H, d, J = 8Hz) , 7. 13 (1H, 
ddd, J = 8Hz, 7Hz, 1Hz), 7. 32(1 
H, ddd, J = 8Hz, 7Hz, 1Hz) , 7. 68 
(1H, dd, J = 8Hz, 1Hz), 8. 79(1 
H, dd, J = 8Hz, 1Hz), 11. 55 (1H, 
s) 

IR(j/, cm" 1 , KBr) :2956, 2928. 1 
652, 1 602, 1 578, 1 532, 1 256, 7 
52, 742 

EI-MS (m/z, %) : 354 (m + , 22) , 3 
1 1 (75) , 293 (6) , 1 74 (1 00) , 14 
6(19), 132 (13) 
N£: 1 3 9-14 0'C 

[O187]^JS0!12 5 : 2- [2- ( 1 -X+A^.* 
is)V) T^JKyXT^ Y] 



(25) 
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[01883 

Ut44) mmi 5"ClGftW:2- 
XTS Y) 2o&iflc0. 35 g (1. 2 7mmo 1 ) <0 

2 -r s yvr* y ( 3 m i ) i§?Bfc:&ibfr mo. 

2 1 g (1. 5 2mmo 1 ) RV5wt. %0tiffiftM 

a, ^^yxmakb, mtiit-smo. 23s (mm 

5 0. 4%) 

[0 1 89 3 NMR (CDC1 3 )S:0.88(3 

H, t, J = 7Hz), 1. 2 4 (3H, d, J = 6H 
z) , 1. 26-1. 56 (7H, m) , 1. 58- 

I. 7 0 ( 1H. m) , 3. 5 6 ( 1H, q, J = 6H 
z), 6. 63(1H, dd, J = 7Hz. 7Hz), 

H0 2 C H if^l 

Cr'rs 3 " 

[01 9 2]mmi 5X-mmitl2- (2-?nn\ 
yXTS F) £,t#KO. 4 0g (l. 4 5mmo 1 ) 
<0 2 -X-f/l^df >-;l/7 (3ml) i&KCftflg* >J 
WO. 24 g ( 1. 74mmol) Rtf5vft. %<F> 

~%m\*v o * ? iv? whyyyi ~xn 
sl^jl m&xi-)u-^yyxm%&i, watt& 

t)0. 2 5g (IR$4 7. 4%) *f*fc. 
[0 1 9 33 NMR (CDC 1 3 ) 5:0. 86-0. 
96 (6H , m) , 1. 26-1. 54 (8H , m) , 
1. 61-1. 72 (1H , m) , 3. 09 ( 1H , d 
d, J = l 2Hz, 6Hz), 3. 11 (1H, dd, 
J=12Hz, 6Hz), 6. 63-6. 68(1H, 
m) , 6. 74 ( 1H , d, J = 8H z ) , 7. 13 
(1H, ddd, J = 8Hz, 7Hz, 1Hz), 7. 

HOgC H fS 

Cr"VV - 

[0 1 961 ##f?U 5TU3BLfc2- (2-?nn'v 
yXTi Y) £,&#K0. 3 0g(l. 09mmol) 
<T> 3 - 7 x x/UTo t'/UT 5 y ( 3 m 1 ) 
D^AO. 1 8g ( 1 . 3 1 mmo 1 ) &tf 5wt . % 
wiSttflflteini, 1 7 OVX'3$mnmmUz®. 

saarawiu:. »6»«fciM-«»ijini. »e 



6. 74 (1H. d, J = 8Hz), 7. 10-7. 1 
6 ( 1H, m) , 7. 30-7. 38 ( 1H, m) . 

7. 60-7. 66 ( 1H, m) . 7. 69(1H, d 
d, J = 8Hz, 1Hz), 8. 15 ( 1 H, dd, J 
= 8Hz, 1. Hz), 8. 79 (1H. d, J = 8H 
z) , 11. 54 (1H, s) 

IRU, cr', KBr) :2952, 2932. 1 
698, 1 652, 1 6 1 2, 1 574, 1 538, 1 
264, 7 56, 742 

EI-MS (m/z, %) : 354 (m + , 22) , 3 
36 (4) , 31 1 (28) , 283 (67) , 1 74 
(1 00), 146(19), 132(13) 
MM.: 1 0 8-1 0 9'C 

[01901 HS6#I2 6 : 2 - [ 2 - ( 2 -XiM^f 

isjv) 75 /k>xt$ y] %,mm 

[0 1 9 1 ] 
Ut4 5 1 

0" 0 JvCv 

36(1H, ddd, J=8Hz, 7Hz, 1Hz), 
7. 64 (1H, ddd, J = 8Hz, 7Hz, 1H 
z) , 7. 69 ( 1H , dd, J = 7, 1H z) , 8. 
16 (1H , dd, J = 8Hz, 1H z) . 8. 82 
( 1H , dd, J=8Hz, 1H z) , 1 1 . 55 ( 1 
H , s) 

IR(i/, cm" 1 , KBr) :2960, 2924, 1 
654, 1 602, 1 530, 1 256, 788, 74 
6 

EI-MS (m/z, %) : 368 (m+, 23) , 2 
69(70), 251 (18), 174(3), 146 
(5) , 1 32 ( 100) ,1 20 (28) 
WUH: 120-121 "C 

[0 1 94 3 HS6W2 7 : 2- [2 - (3-7i^7 

p&n rs/^yxrs F] 

[01951 
[fc4 6 1 




U WRteWlQ. 18g (JR*4 2. 9%) 
[0 197J NMR (CDC 1 3 ) 5: 1. 98-2. 
08 (2H, m), 2. 77 (2H, t, J = 7H 
z), 3. 21 (2H, t, J = 7Hz), 6. 64- 
6. 72 (2H, m) , 7. 10-7. 24 (4H, 
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m) , 7. 24-7. 36 ( 3H. m) . 7. 6 1 - 
7. 67(1H, m), 7. 70(1H, dd, J =8 
Hz, 1Hz). 8. 15 ( 1H, dd, J = 8Hz. 
1Hz), 8. 82 (1H, d, J = 8Hz), 11. 
6 1 ( 1H, s) 

IRU, cur', KB r ) :2920, 1650, 1 

602. 1 574, 1 534, 1 262, 758 

EI -MS (m/z, %) : 3 74 (m + . 51) , 3 



H0 2 C H 



v0 



0 N 



WV 



[0200] $mMl9XWklt:2- (2-***ifA> 
T S SK>XT 5 K ) ggMt&O . 15g(0.44m 
mo 1 ) cr>N, N-^f-^*^«£,rS K ( 5m 1 ) » 
mizmmU^AO. 1 3g (O. 9 7mmo 1 ) JOf 
3-FX^yO. 1ml (1. 7 6mmo 1 ) *Jni, 

U IHEfll^ftO. 14g (JR*8 5. 7%) fcftfc. 
[0201]NMR(CDC1 3 ) S : 0. 78(3 
H, t, J = 7Hz), 1. 10-1. 22 (6H, 



Ue0 2 C H 



0 /vw 

Me 

[02 04] ##0U 7tSBtLfc2- [2- (N-* 
^v^/UTS./) <yX7i H] %MMffiX^)V 

0. 14g (0. 38mmol)(OX^y-;K5m 

i ) mmz i m -Tmiti- v u ^*»»5 m 1 s- jd 
»u *s*«a^y ?sn^«ffTe* 

Lft. aS^S-Pitx^-^-ty-C'S^t. ffiB 
ft^ftO. 09g (IR*6 8. 1%) 
[0205]NMR(CDC1 3 ) <? : 0. 71-0. 
77 (3H, m) , 1. 05-1. 15 (6H, m) , 

1. 38-1. 50 (2H, m), 2. 7 8 (3H. 
s), 2. 92-3. 00 (2H, m), 7. 08- 

7. 1 8 (3H, m) , 7. 38-7. 66 ( 1H, 
m) , 7. 98(1H, dd, J=8Hz, 1Hz), 

8. 0 8 ( 1 H, dd, J = J = 8Hz, 1Hz), 
8. 87 (1H, d, J = 8Hz) 

lR(v, cm-i, KBr) :2928, 1664, 1 
586, 1 5 1 6, 1234, 756 
E I - MS (m/z. %) : 354 (m + , 22) . 2 
83 (42) , 265 (46) , 2 18 (69) , 21 



56(3), 269(69), 251 (2 2), 174 
(5) , 146 (14), 1 32 (1 00) , 1 20 
(36) 

2 0 2-203°C 
[0 1 98] ##<?«1 7 : 2 - [2- (N-Xj-Jl^* 

isfvr s ; ) Kyxr 5 h ] mMM* *iv 

[0 199] 
Ut4 7 ] 



Me0 2 C 



0 /vw 

Me 

m), 1. 40-1. 50 (2H, m) , 2. 83(3 
H, s), 2. 97-3. 04(2H, m), 3. 88 
(3H, s). 7. 07-7. 14(2H, m), 7. 
17 (1H, d, J = 8Hz), 7. 41 (1H, dd 
d, J = 8Hz, 7Hz, lH-z) , 7. 54-7. 6 
0 (1H, m), 7. 98 (2H, ddd, J = 9, 
8, 1Hz), 8. 86 (1H, d, J = 8Hz), 1 
2. 58 ( 1H, s) 

[0202] mmm28 •. 2- [2- (n ^f-a^s/ 

[0203] 
[fc4 8] 



H0 2 C H 



/WV 
He 

7(93), 146(46), 
2(67) 

[0 20 6] mm\ 8:2- 
XT5h') £&#Bxf-;P 
[0207] 
[ft4 9] 



1 34 ( 100) , 13 



(2, 6-^'^nnALy 



CI 



H0 2 C 



CI 



Cr 



^0 

0 Cl 



[0 2 08] 2, 6-^on3cA*»3. Og (1 
5 . 7 mm o 1 ) Oil^y-fe' ( 2 0 m 1 ) l,Zt& 
tt/f-*-)V2. Oml&tfN, N-^f;WA7i 

%Uz. mmm&^i-fr ( 2 o m 1 > fc»»u i 

il?:*^T^^ , J^A4. 3g (31. 4mmol) 
&tf2-75/£,S#Kx^2. 3ml (15. 7m 
mo 1 ) CO* ( 3 0m 1 ) &tf»»Xf-;U (20ml) 
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61-7. 67 
J=8Hz, 1 



•&AUHBfl&4fe2. 8g (ff»5 3. 6%) *f»fc. 

[0 209] NMR (CDC 1 3 ) d : 1. 39(3 
H, t, J = 7Hz), 4. 34 (2H, J = 7H 
z) , 7. 1 6-7. 22 ( 1H, m) , 7. 30 ( 1 
H, dd, J = 9Hz, 2Hz ) , 7. 

(1H, m) , 8. 10 (1H, dd, 

CI 

Et0 2 C H 

[0212] Lfc ( 2 , 

OX75K) ScJMHfcxf-rt^. 82g(8. 34m 
mo 1 ) <7)X^y-;U (20ml) 1 M-#BHfc 

7HJ 7A*?M (20ml) fcin*. 6B^f^Jp|?fcjlgSE 

mm zmvm&m.nm'm i . fc*w»7 h 

UttAL . WgSflfeto2 . 0 8 g 

(JR*8 0. 3%) 

[0 2 13] NMR (DMSO-d 6 ) 5:7. 28 




H0 2 C H 



00 

0 CI 



[02 1 6] 9?*JSU:2- (2. 6-^7 

DC^yXTS H ) £,S#K0. 30g (0. 9 7 mm 
o 1 ) tf>7-U y ( 3 m 1 ) jgiKfcMlM U 7A0 . 3 
2g (2. 3 2mmo 1 ) &tf5wt. %tf)*S14€£fl£ 

mmziM-imnnz.. m^wx-muz. 

Ji**»lf t , mj •> 

/^n?b/77^ -THUS U:<7)*> , BH»xf^-^ 
^-ty-esfciA l , MMtett 0 . 1 3 g ( JR$ 3 0 . 

8%) fcftfc. 

[02 17] NMR (CDC1 3 )<?:6.83(2 
H, d, J=8Hz), 6. 89-6. 95 (2H, 
m) , 7. 06-7. 1 6 ( 6H, m) , 7. 20- 
7. 28 (4H, m) , 7. 5 3-7. 59 ( 1 H, 



00 



H0 2 C H 

0^ 0 C1 



[0220] ##0J 1 9-C»JiLfc2 - ( 2 . 6 - 



Hz), 8. 90 (1H, dd. J = 8Hz, 1H 
z) , 11. 39 (1H, s) 

[02 1 0] ##011 9 : 2- ( 2, 
X75K) 

[02 11] 

[4t5 0] 

H0 2 C 

^ 0 CI 

(1H, ddd, J = 8Hz, 8Hz, 1Hz), 7. 
55 (1H, dd, J = 9Hz, 7Hz), 7. 60- 
7. 65 (2H, m) , 7. 70 (1H, ddd, J = 
9Hz, 8Hz, 1Hz). 8. 03 (1H, dd, J 
= 8Hz, 1Hz), 8. 55 (1H, dd, J = 8H 
z, 1Hz) , 1 1. 56 ( 1H, s) 

[0214] HSS#|2 9 : 2 - ( 2 , 6-^7xX/UT 

sy<>x7$ k) %Mmm 

[02 15] 
Ut5 1 ] 




H0 2 C H 



0 N 



m) , 8. 0 4 ( 1H, dd, J = 8Hz, 1Hz), 
8. 72 (1H, d, J = 8Hz) , 1 Y. 53 (1 
H , s) 

IRU, cm-i, KBr) :2960, 1 680, 1 
658, 1 574, 1 508, 1 262, 752 
E I -MS (m/z, %) : 439 (m + , 57) , 4 
21 (10). 368(8), 303(23), 302 
(22) , 276 (73) , 23 1 (52) , 205 
(100) 

iuS: 1 1 o-i i rc 

[0218] mi&M3 0 : 2 - ( 2 , 6-2^*5^7 
S/OX7S K) £A«R 
[02 193 
Ut5 2] 



H0 2 C 



/W 
0 N> 



jvw 

000X75 H) 



3 0 g ( 0 . 9 7mm 
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o 1 ) ay^,^y)VT 5 y (3ml) ffl!HZ&m V *>J> 
0. 32g(2. 3 2mm o 1 ) &tf5wt. %<7)«§tt 

mmx-mtt:. BUEmtziM-isMiint* mm 

2 1 g (JR$4 9. 9%) fcftfc. 
[022 1] NMR (CDC 1 3 ) S : 0. 82(3 
H, t, J = 7Hz) .1.1 9-1. 39 (6H, 
m) , 1. 56- 1. 62 (2H, m) , 3. 08 (2 
H, t, J = 7Hz), 6. 10(2H, d, J = 8H 
z) , 7. 09-7. 17 (2H, m) , 7. 62 (1 



H0 2 C H 



v0* 

0 CI 



10224] mmiox'mmuz2- (2-?oo- 

4 - 7 x ^xf-/K>X7 5 K ) 0.40 
g(l. 06mmo 1 ) c7)3-7x— ^7°nhVPT5y 
(3m 1 ) iMifclHfc&U^AO. 18g(l. 2 8m 
mo 1 ) RlfSwt. %^vStt-ftffl$rjDX. 180'CT 

3^miiffiaw Lata, ssa-cttmuz. sammx. 
-?h?77j -x'wmuzm. * 9 j ->i>x'mm& im 

EteStoO. 30 g (JR*5 9. 2%) 
[02 2 5] NMR (CDC1, ) 5:2. 06(2 
H, P e nt, J = 7Hz) , 2. 78 (2H, t, J 
= 7Hz), 3. 23(2H, t, J=7Hz), 6. 
82-6. 87(2 H. m) , 7. 13-7. 32(7 
H, m), 7. 34-7. 39 (3H, m), 7. 54 



H0 2 C H 
N 



0 CI 



[02 28] #»fif|10TtUtLfc2- (2-?nn- 

4 - 7 x -)VX.^--)VKyXT 5 K ) 0.40 
g (1. 0 6mmo 1 ) ? ^7 $ > (3ml)S 
JKfclJaatty^AO. 1 8g ( 1 . 28mmo 1 ) 

5 w t . %<n&m\M*faz. , 1 8 o °c t 3 mauiiifM 



H, ddd, J = 8Hz. 8Hz. 1Hz) , 8. 09 
( 1H, dd, J = 8Hz, 1Hz) , 8. 78 (1 
H, d, J=8Hz) 

IR U, cm-', KBr) :1682, 1646, 1 
580, 1 520, 1 270, 748 
EI -MS (m/z, %) : 423 (m + , 27) , 4 
05(13), 368(100), 286(42), 2 
36 (4 5) 

Hjft: 1 9 5-19 7*C 

[02 22] ggffeH3 1:2- [ 4 -7x-;Pxf--;P 
-2 - (3-7x-^rntVI/7*S7) OX7$ F] 

[0223] 
[fc5 3] 



H0 2 C 




JO 



0 N 



-7. 58 (2H, m) , 7. 62-7. 6 9 (2H. 
m), 8, 18(1H, dd, J = 8Hz, 1Hz), 
8. 8 1 ( 1H, d, J = 8Hz ) , 11. 62(1 
H, s) 

IR (u, cr', KBr) :2936, 1650,1 
604, 1 586, 1 538, 1 260, 754 
E I -MS (m/z, %) : 4 74 (m + , 80) , 4 
56 (57), 374 (20) , 35 1 (50) , 26 
9 (23) , 232 ( 1 00) , 1 76 (27) , 1 3 
2 (4 1 ), 1 20 (22) , 9 1 (72) 

1 9 9-2 0 0'C 
[0 2 26] HStM3 2 : 2- (2-*7*>VT$.J- 
4-7i-^xf-yKyX75 K) 
[0227] 
[^5 4] 

i 

B0 2 C l^J^^^^ 

0 gww 

fc£ftO. 0 5g (1R$9. 6%) fcfcfc. 
[0 2 29] NMR (CDC1 3 )S:0.88(3 
H, t, J = 7Hz) , 1. 22-1. 40 (8H, 
m) . 1. 40-1. 50(2H,m), 1. 78(2 
H, pent, J = 7Hz), 3. 20(2H, t, J 
= 7Hz) , 6. 83 (1H. dd, J = 8Hz, 1H 
z) , 6. 89 ( 1H, d, J=lHz) , 7. 1 2- 
7. 18 ( 1H, m) , 7. 34-7. 40 (3H, 
m), 7. 56-7. 60 (2H, m) , 7. 63- 
7. 69 (2H, m) , 8. 17 (1H, dd, J = 8 



(29) 
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Hz, 1Hz), 8. 8 0 ( 1H, dd, J = 8Hz, 
1Hz) , 11. 59 (1H, s) 
IR(f, cm-i, KBr ) :2924, 1656, 1 
604, 1 564, 1 520, 1 254, 752 
E I -MS (m/z, %) : 4 50 (M-H8, 4 
9) , 421 ( 1 0) , 368 (18) , 351 (7 



H0 2 C 

(7 



Cf' 




JO 



CI 



[0232] ##0IJ1 0"C«JSLfe2- (2-?DD- 
4 - 7 x ^xf-;KyXT 5 H ) 3c* MM 0.30 
g (0. 80mmo 1 ) 0)7+frT§> (2ml))8I 
fcJBIfc&'J^AO. 1 3g (0. 9 6mmo 1 ) &tf5 

wt . ^oigttftjBSrini. tttf* 1 8 O'cxsmmto 
mm itdk. mm lh. Rj&mmt 1 m -« 

7^--C'»MLSIB^^lO 18g (JR$5 3. 2%) 

[0233]NMR(CDC1 3 ) 8 : 0. 98(3 
H, t, J = 7Hz), 1. 44-1. 54 (2H, 
m) , 1. 66- 1. 76 (2H, m) , 3. 02 (2 
H, t, J=7Hz) , 6. 8 3 (1H, dd, J = 8 
Hz, 1Hz), 6. 89 (1H, d, J = lHz), 



.-0 




0 CI 



[0236] ##WlO?S3aW:2- (2-7oo- 
4 - 7 x -;PXf-;KyX7 5 H ) 0.30 
g (0. 80mmo 1 ) COt^T (3ml ) 
fcKfflfc^U^AO. 1 3g (0. 9 6mmo 1 ) RV5 
w t . %OSttft«*inii . 1 8 0 XX' 3 Iffitoftfllff 
Ufcft, SttiTtofflU;. RIE»»fclM-ttK£;!ni 

£»0. 08g (0*18. 9%) fcftfc. 
[0 2 3 7] NMR (CDC 1 3 ) d : 0. 87 (3 

H, t, J = 7Hz), 1. 20-1. 40 (1 2H, 
m), 1.40-1. 50 (2H, m) , 1. 66- 

I. 76 (2H, m), 3. 20 (2H, t, J = 7H 
z), 6. 8 3 ( 1H, dd, J = 8Hz, 1Hz), 



2) . 176(15) 
MA: 1 6 2-1 6 3*C 

[0230] HM133 : 2- (2-7WT57-4 
- 7 x zyHf^;KyXr 5 H ) 
[0231 ] 
[fc5 5] 



H0 Z C H 



0 N 

H 



w 



7. 12-7. 18 (1H, m) , 7. 33-7. 40 

(3H, m) . 7. 54-7. 60(2H, m), 7. 
62-7. 68(2H, m), 8. 17 (1H, dd, 
J = 8Hz, 1Hz) , 8. 80 (1H. dd, J = 8 
Hz, 1Hz) , 1 1. 5 9 (1H, s) . 
IRU, cm-i. KBr) :3 4 3 8, 2956, 1 
680, 1 650, 1540, 1262, 754 
E I -MS (m/z, %) : 4 1 2 <m + , 69) , 3 
94(12), 369(22). 276(33), 23 
2 ( 1 00) , 1 76 (23) 
2 1 7-2 1 9°C 

[0 2 34] HWJ3 4 : 2- (3-7^7*57-4 
- 7 x ^;ux^--;u^ y XT 5 H ) £fM 

[0235] 

Ut5 6] 



H0 2 C H 

V 0 Jwvw 



6. 89 ( 1H, d, J = l ) , 7. 1 2-7. 18 
(1H, m), 7. 23-7. 40(3H, m), 7. 
53-7. 59 (2H, m), 7. 62-7. 68(2 
H, m), 8. 17 (1H, dd, J = 8Hz, 1H 
z) , 8. 80(1H, dd, J=8Hz, 1Hz), 
1 1. 60 (1H, s) 

lR(u, cm"', KBr) :2924. 1 652, 1 
608, 1 538, 1 258, 764, 754 
E I —MS (m/z, %):496 (m + , 42), 4 
78(87), 369(26), 351 (100), 3 
23 (30), 232 (45) 

14 4-146'C 
[0 2 38] ##0J2O : 2- ( 2-?on-5-7x 

[0239] 
[ft5 7] 



(30) 
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[0240] 2-?oq-5- 7 xX/UXf-x/HEAS 
H2. 0g(7. 7 9mmo 1 ) COte^y^y^ 

(15ml) fc*ftf-*^;H . 0m 1 &W , N 
^ Wfc)VJ»T S HWi^Jni » l RfflthMSKiKLfc 
ft. ***»EF9*Lfc. aWHtiHIxf-iU (20 
m 1 ) fc*»U ;#L**»T«»*U'>A2. 1 g 

(15. 6mmo 1 ) RVT S 7gcSS18xf-/H . 1 
ml (7. 79 mm ol) CO* (15ml) Stfil^X 

f;Ml0mi) oa^fflBKfcSfTU S»-C2B*liSM 
fPLfc. *BW*#«U *JB*iH8xf-yU-c«|{iJL 

th'j "7A-c«6jfta. »*t£«fiETe* u:. -aim* 

^xf-;U-^^^y-cS^ H B B LSlB^^ll . 7 g 
(JR*5 3. 4%) 



t0 2 C H 



[0244] mm2ox-mmuz2 - (2-?no- 

5 - 7 x -;l-xf-;KyXr 5 H ) 

1. 68g(4. 16mmol) C9X?7-;|^ (15m 

i ) mmz i m-tkka:^ b u ^^7kmm2 o m 1 £jd 

i, 2SfHJMcSL^m» x^y-^i«EETe*L 

xf-^taiaiUfc. *^it^*at/iaftAiS7kcojiiT'^ 

tt&fa 1 . 5 3 g ( JR*9 7.8%) *%tz. 

NMR (DMSO-d s ) S : 7. 24-7. 30 (1 



H0 Z C H 



[0 24 73 ##042 lTgBSU:2- (2-^oo- 
5 - 7i^;l'Xf^KyX7 5 H ) £,t#K0 . 3 0 
g (0. 80mmo 1 ) CO 3 - 7 x -)V7 u \Z)VT 5 V 
( 1 . 5ml) SftfcfftK* 'J^AO . 1 3 g ( 0 . 9 
6mmo 1 ) fttf5wt. %C0vS14-(t^5-SDi, 180 

•cT3Mn^ytr#L^m. saaT&»Lfc. kiss 



Et0 2 C E 



[0241] NMR (CDC1 3 )£:1.40(3 
H, t, J = 7Hz), 4. 37 (2H. q, J = 7H 
z) . 7. 14-7. 20 ( 1H, m) , 7. 33- 
7. 3 8 (3H, m), 7. 45 (1H. d, J = 8H 
z), 7. 50-7. 56 (3H, m) . 7. 6 0- 

7. 66 (1H, m) , 7. 80 (1H, d, J = 2H 
z), 8. 10<1H, dd, J =8 Hz, 1Hz), 

8. 88(1H, d, J = 8Hz), 11. 57(1 
H, s) 

[0242] ##012 1:2 - ( 2-?nn-5-7x 

[0243] 
HL5 83 



CI 

H0 2 C 



5a. 



H,m), 7. 43-7. 48 (3H, m) , 7. 57 
-7. 63 (2H, m), 7. 65-7. 74 (3H, 
m), 7. 91 (1H, d, J = 2Hz), 8. 03 
(1H, dd, J = 8Hz, 1Hz), 8. 50(1 
H, d, J=8Hz) , 1 1 . 6 1 ( 1H, s) , 1 
3. 71 (1H, br-s) 

[0245] HSS0IJ3 5 : 2 - [ 5-7iX;|/XfX/P 
-2 - (3-7x-;P7nt°;P) 7*5 70X75 F] 

[02463 
Ufc5 9] 



^0 



B0 2 C 




yxm^n IWSMk&to 0 . 1 5 g < 1R3& 3 8 . 6%) 

[0 248 3 NMR (CDCl 3 )d:2. 00-2. 
09(2H,m), 2. 78 (2H, t, J = 7H 
z), 3. 24(2H, t, J = 7Hz), 6. 65 

( 1H, d, J = 8Hz) , 6. 95-7. 02(1 
H,m), 7. 17-7. 3 3 (8H, m) , 7.46 
-7. 55 (3H, m) , 7. 5 8-7. 64 (1H, 
m), 7. 91 (1H, d, J = 2Hz), 8. 01 

(1H, d, J = 8Hz), 8. 79(1H, d, J = 



(31) 



WHWl 1-1 7 184 8 



8Hz) , 11. 70 ( 1H, s) 

lR(u, cm-i, KB r ) :2928, 1658, 1 

604, 1 532. 1 262, 756 

EI-MS (m/z, %) : 4 74 <m + , 9), 45 

6 ( 1 00), 383 (36), 35 1 (46) , 23 

2 (9) 



[0251] ##fl]2 1 X-mmttl 2 - (2-?nn- 
5-7 i-;L-xf-;KVX7 5 H ) £A#K0 . 3 0 
g (0. 80mmo 1 ) C03 -7x-)l7'a \Z)V7 \ > 

(i. 5mi ) mHzti&Mvv&o. i3g(o. 9 

6 mmo 1 ) Atf 5wt . %cOvStt^lriDX., 180 

*1^?SiSAL!UEfc£tt0. 17g(iR$5 0. 7 
%) Srftfc. 

[0 2 5 2] NMR (CDCl 3 )a:6. 99-7. 
04 (1H, m) , 7. 07-7. 12 (1H, m) , 
7. 22-7. 39 (8H, m) , 7. 46 (1H, d 
d, J=8Hz, 2Hz), 7. 50-7. 56 (2 
H,m), 7. 61-7. 66 ( 1H, m) , 7. 97 
(1H, d, J = 2Hz), 8. 0 4 ( 1 H, dd, J 
= 8Hz, 1Hz), 8. 81 ( 1H, d, J = 8H 
z) , 9. 81 ( 1H, s) , 1 1. 79 ( 1H, s) 
IRU, cm-i, KBr) : 1682, 1646, 1 
580, 1 520, 1 270, 748 . 
E I -MS (m/z, %) :423(m + , 27), 4 
05(13), 368(100), 286(42), 2 
36 (45) 

MA: 1 9 9-2 0 2'C 

[0 2 5 3] ##flaj2 2 : 2 - (4-3-H-2--h 
o^yX7$ H) 3cA#»xf-^ 
[0254] 
[ft 6 1 ] 



Et0 2 C H 



o NO: 



[0 2 5 9]##W2 2-ClBtU>t2- (4-3-F- 
2 - - F uKyXT 5 F ) $A#Mxf-A' 2 . 2 5 g 
(5. llmmol)WX^/-;K10ml)» 
2Q%Ty^~^^)V7r^ Y-mmi Om 1 *«T 



HjA: 19 4-1 96-C 

[0249] HSS0IJ36 : 2- (2-7x^757- 
5 - 7 x -^xf^/KyX7 S F ) £MH 
[0250] 
Mfc6 0] 



H0 2 C I 

0" 



0 

v0L 



0 N0 2 



H0 2 C Bt0 2 C H 

0- — Cf" 

i 

[0255] 4-3-F-2--ho3cA#ftl. 82 
g ( 6 . 2 1 mmo 1 ) OftfctV (10m 
1 ) \,zmtf-*-)ll ■ Om l&tfN , N -i^f-^* 

jsET«*Lfc. msmmm^v asmDm 

ML, Zllim*T6m*0*rJ>l. 8g ( 1 3. 05 
mmo 1 ) St;2-7S/£lf Hxf/PO . 97ml 
(6. 52mmo 1 ) ( 1 5ml ) &tfSKx?7l' 

(5mi) m&Mmzmri, m&m 6*mmi 

j^|«SAUMefl:£ft2 . 2 5 g (JR* 

8 2. 3%) 

[025 6] NMR (CDC1 3 ) $ : 1.. 40 (3 
H, t, J = 7Hz), 4. 35 (2H, J = 7H 
z) , 7. 16-7. 2 1 ( 1H, m) , 7. 44 ( 1 
H, d, J=8Hz), 7. 59-7. 65 (1H, 
m), 8. 05-8. 12 (2H, m) , 8. 39(1 
H, d, J = lHz) , 8. 77 (1H, d, J = 8H 
z) , 11. 66 (1H, s) 

[0257] ##0J2 3 : 2- ( 2 -7$ 7-4-3- 
FOX75 F) KJMHBx** 

[0258] 

[^6 2] 



Bt0 2 C H 

Cr" 



0 NH 2 



tram. rm^Mi&mtommziti®. bhbx 



(32) 



im^-l 1-1 71848 



9 7g (JR$4 6. 5%) £f|fc. 
[02 6 0] NMR (CDC1 3 )*:1.42(3 
H, t, J = 7Hz), 4. 41 (2H, J = 7H 
z) . 7. 07-7. 14 (3H, m) . 7. 41 (1 
H, d, J = 8Hz), 7. 58(1H, ddd. J = 
8Hz, 7Hz, 1Hz) , 8. 09 ( 1H, dd, J 



Bto 2 c a 

[0263] ##W2 3T«JSUfc2- (2-7*7- 

4 - 3 - H^yXT 5 H ) $AS»xf-/l, 0 . 9 7 g 
(2. 3 6mmo ! ) «yZf-^7S> ( 1 0m 1 } S 

MzmMWW^Tyx-llT^VyQ. 4ml (3. 

5 5mmol). y?DDt^hy7x^to7^ 
>t?S*W,0. 0 2g(0. 02mmo 1 ) m/B^ft, 
MO. Olg (0. 04mmo 1 ) Srjn^.. SiST'lBf 

5 5g(JR*6 

0.9%) fcfcfc. 

[02 64] NMR (CDC 1, ) 1. 43 (3 



GtO z C 



vO 5 

0 NH 2 



[0267] mm24Tm&ltc2- (2-7S7- 
4 - 7 x ^xf"/KyX7 5 H ) 3cJgL#Bx?^ 
0. 43g (1. 1 2mmo 1 ) ON, N-S^fvP* 
/k&TSK (6m 1 ) 'Jt>A3 0 Om g 

(2. 24mmol)^3-M^yo. 2ml 
(3. 3 6mmo 1 ) fcflni, S»-e7l*HH»l s U;. 

^vtwAawc^ja-cafc* l . m*m&i- h y ? at 

O^b^7^-fcTlll«U«Eft^»0. 24g 
(iR*4 2. 0%) 

[0 2 68] NMR (CDC 1, : 1. 43 (3 



EtO z C H 



vO 1 

0 NH 2 



JO 



io2 7iimm2 4X'mmu±2- (2-757- 

4 - 7 x z;HfrMyX7 $ H ) $JgL#»x*/k 
0. 4 3g ( 1. 1 2mmo 1 ) CON, N-j/*^* 



= 8Hz, 1Hz), 8. 77(1 H, J = 8Hz, 1 
Hz) , 1 1. 88 ( 1H. s) 

[0261 ] ##0«2 4 : 2- (2-7S7-4-7 x 
x;i,xf-x/K>X7$ K) £,&#&x?-/P 

[0262] 

[ft6 3] 



Et0 2 C 



0 flH 2 

H, t, J = 7Hz) , 4. 42 (2H, q, J = 7H 
z) . 6. 89 (1H, d, J=lHz) , 6. 92 
( 1H, dd, J = 8Hz, 1Hz) , 7. 12(1 
H, ddd, J = 8Hz. 7Hz, 1Hz) , 7. 34 
-7. 38 (3H, m) , 7. 51-7. 56 (2H, 
m) , 7. 69 (1H, ddd. J=8Hz, 7Hz, 
1Hz) , 7. 70 ( 1H, d, J = 8Hz) , 8. 1 
0(1 H, dd, J = 8Hz, 1Hz), 8. 80(1 
H, dd, J = 8Hz, 1Hz), 11. 89(1H 
s) 

[026 5] ##M2 5 : 2- ( 2 -*f-;P7S 7-4 
- 7 x -)V^-)VKyxr S H ) 3cJR#»x^ 
[0266] 
[^6 4] 



BtOgC 



0 N 



,0 



N 

/ \ 
H He 

H, t, J = 7Hz) 
z) , 4. 



2. 93 (3H, d, J = 3H 
42 (2H, q, J = 7Hz) , 6. 84- 

6. 90 (2H, m) , 7. 08-7. 14 (1H, 
m) , 7. 34-7. 39 (3H, m) , 7. 54- 

7. 6 1 (3H, m) , 7. 72 ( 1H, d, J = 8H 
z) , 7. 84-7. 94 ( 1H, m) , 8. 10(1 
H, dd, J = 8Hz, lHz),8. 76(1 H, d 
d, J = 8Hz, 1Hz) , 11. 88 (1H, s) 
[0 2 6 9] ##M2 6 : 2- ( 2 -S^/KTS 7- 

4 - 7i^/Hf-;KVX7 $ H ) £,&#|gx^ 
[0270] 
[fc6 5] 



Bt0 2 C H 

0". 



jO 



N 
/ \ 

He He 



/l^7 5 V (6ml) mmzffl&t) y »7A 3 0 0 m g 
(2. 24mmo 1 ) M/Z-pjtfyo. 2ml 
(3. 3 6mmo 1 ) iMl. MWX'l 7B#|BffliB¥L 



(33) 



ftmyi 1-17 1 848 



0. 2 9g (JR$6 3. 0%) tUfc. 
[02 72] NMR (CDCl 3 )tf:1.39(3 
H, t, J = 7Hz), 2. 84(6H. s), 4. 3 
5 (2H, q, J = 7Hz) , 7. 1 1 ( 1H, dd 
d, J=8Hz. 7Hz, 1Hz), 7. 24-7. 2 



Et0 2 C H 



□ N 



[0275] ###J2 5TS3S Lfc 2 - ( 2 
5 / - 4 - 7 x -yUf-;KyX7 $ H ) 3£&#$jx 
f-fVO. 06g (0. 1 6mmo 1 ) cOX?/-/M 1 
0ml) 1 M-*iKk^- h U »>A*»a[ 15ml 

tSHfc£ttO. 0 5g (JR*9 4.-0%) fcfcfc. 
[02 7 6] NMR (CDC 1 3 ) 8 : 2. 94 (3 
H. s) , 6. 86(1H, dd, J = 8Hz, 1H 
z), 6. 88 ( 1H, d, J = lHz), 7. 15 
(1H, ddd, J = 8Hz, 7Hz, 1Hz), 7. 
34-7. 40 (3H, m) , 7. 54-7. 59 (2 



Et0 2 C H 



0 N 

/ \ 



He He 

[02 79] ##M2 6-C!!3tLfc2- ( 2-^f-;W 
T57-4-7x ^.;Hf-;KyX7 5 K ) 
Xf-ZPO. 29 g (0. 7 1mmo 1 ) <7>X?/-;U 

(10ml) 1 M-rtRffr*- h U 1 0 

m i mux.. 2$|8Hn$&18KLfctiL x?y-n-£ME 

AU SieOO. 19g (JtX*6 9. 4%) ** 
ft. 

[0 280] NMR (CDC1 3 ) 5:2. 94(6 
H, s) , 7. 1 3-7. 1 9 ( 1H, m) , 7. 28 
(1H, dd, J=8Hz, 1Hz), 7. 32(1 
H, d, J = lHz), 7. 35-7. 40 (3H, 



7(1H, m), 7. 30 (1H. d, J=lHz), 

7. 34-7. 40 (3H, m) , 7. 53-7. 60 
(3H, m), 7. 94 (1H, d, J = 8Hz), 

8. 0 3 ( 1H, dd, J = 8Hz, 1Hz), 8. 9 
1-8. 94 (1H, m) , 12. 59 (1H, s) 
[0 27 3] HH0H3 7 : 2- (2-^/l-7$V-4 

- 7 x x^x^-x/i^ y XT 5 H ) SMHft 
[0274] 
[flS6 6] 



HC 2 C 



0 N 



He 

H, m), 7. 62-7. 67 (1H, m) , 7. 66 
(1H, d, J = 8Hz), 8. 16 (1H, dd, J 
= 8Hz, 1Hz) , 8. 80 (1H, dd, J = 8H 
z, 1Hz) , 11. 66 ( 1H, s) 
lR(u, cm" 1 , KBr) :3416. 1690, 1 
646, 1 608, 1 584, 1 536, 1 230, 7 
52 

EI-MS (m/z, %) : 370 (m+, 4) , 35 
2(1), 278 ( 1 ) . 256 ( 1 ) , 234 (5) 
MA: 2 1 9-2 2 0'C 

[0277] HSfc0"J38 : 2- (2-i?*+VT$S- 
4-7xx;uxf--;^yXT5 F) 
[0278] 
[ft67] 



HQ 2 C 



0 N 



j0 



Me Me 

m), 7. 54-7. 60(2H, m), 7. 65(1 
H, ddd, J = 8Hz, 7Hz, 1Hz) , 7. 96 
(1H, d, J = 8Hz), 8. 12 ( 1 H, dd, J 
= 8Hz, 1Hz), 8. 97 (1H, d, J = 8H 
z) , 1 2. 4-12. 6 ( 1H, m) 
IR(i/, cm" 1 , KBr) :1696, 1652, 1 
586, 1 522, 1 196, 764, 752 
EI-MS (m/z, %) : 384 (m + , 19) , 3 
66(3), 248(100), 247(90), 19 
1(13), 176(11) 
Mfcj£: 1 8 6-1 8 7°C 

[0281 ] ##W2 7 : 2- ( 2 -7nq&- 3 -7x 

[0282] 
[ft68] 



(34) 



miW-l 1-1 71848 




tOsC H {S 



[0283] 2-7n*-3-7xX/Ux^x;P£&# 

mi. 53 gornxo-eyim < i o m i ) izun^ 

*-/H. Oml&tfN, N-i^f-rt^UATS 

mtui. o. ismmmm^ttim. mmzmirr 
mmmm^ju ( 20m i > izmmi. 

ZilZX.tiiTffi&XV'yj*! . 4g(10. 16mmo 
1) . 2-T$y^&#itxf-^0. 7 5ml (5. 0 
8mm o 1 ) «07k ( 1 5 m 1 ) RXmm^lV ( 5 m 
1 ) <VM£®mzffiTL. m&Tl 7B#H8i# Lfc. £ 

mmzttmi. ^mmm^i-^x-mniLti. ^mm* 
^■9- j^bba I . m e-ft-s* 1 . 8 0 g ( IR^ 7 

E10 2 C 




^ 0 Br 
[0 287] ##0H27T^Uc2- 
3 - 7 x x/Pxf- -;K>X7 $ K ) £jfcg»x*^ 
1. 7 9g(3. 9 9mmol)(7)X^y-;K2 0m 

i ) Ml: l h ^a*}§$2 o m l £Jd 

ititmi. 52g (IR*9 0. 5%) 



H0 2 C H 



8. 9%) 

[0 284] NMR (CDC 1 3 ) 8 : 1. 39 (3 
H, t, J = 7Hz) , 4. 35 (2H, J = 7H 
z), 7. 14-7. 20 (1H, m) , 7. 35- 

7. 43(4 H ( m) , 7. 50 (1H, dd, J = 8 
Hz. 1Hz), 7. 57-7. 67 (4H, m) . 

8. 10(1H, dd, J = 8Hz. 1Hz), 8. 9 
0 ( 1H, d, J = 8Hz) , 1 1. 48 ( 1H. s) 
[0285] ##0|28 : 2- (2-7D*- 3 -7i 

^xf-Myxr$ h') 

[0286] 
[ft6 9] 

[0 288] NMR (DMSO-d 6 ) 8 : 7. 2 3- 
7. 29 ( 1H, m) , 7. 44-7. 52 (3H, 
m) , 7. 56-7. 72 (5H, m) , 7. 81 ( 1 
H, dd, J = 8Hz, 1Hz), 8. 03 (1H, d 
d, J = 8Hz, 1Hz), 8. 57 (1H, d, J = 
8Hz) 

[0289] m&m3 9 : 2- (2-7x-/KrS7- 

[0290] 
[ft7 0] 
H0 2 C H if^l 



[029 1]##^j2 8TSjiUc2- (2-7o^- 
3 - 7 x -)i>m~-)VKyXT S H ) £ 0.30 
g (0. 7 lmmo 1 ) (07-'Jy (2ml) 
g^U^AO. 1 1 g (0. 80mmo 1 ) RV5vt 
t. %^tt-ftM?rJ[I^. 1 8 0^-2 &fffl]}}$mWl 

Jta. ss£-e&9L£. £«?$ig£iM-igi!£jii 

Smx^rftifcliL*:. WlUl£*.&tfSa«:&i£7k 

LMie<b^ftO. 17g (JR$5 6. 3%) Z'&tz. 
[0 2 9 2] NMR (CDC1 3 ) 5:6. 82(1 
H, s ) , 6. 93-6. 98 ( 1H. m) , 7. 03 
-7. 10 (3H, m) , 7. 14-7. 28 (8H, 
m) , 7. 38 ( 1H, dd, J = 7, 1Hz) , 7. 



H 

43-7. 48 (1H, m) , 7. 79 ( 1 H, dd, 
J = 8Hz, 1Hz) , 7. 97 (1H, dd, J = 8 
Hz, 1Hz), 8. 26(1H, d, J = 8Hz), 
10. 82 (1HIR <„, cm-i, KBr ) : 68 
8, 1636, 1604, 1 524, 1 240, 76 
2, 740, 698 

EI-MS (m/z, %) : 32 (m + , 67) , 4 
14 (5), 296 ( 100) , 267 (29) 
ttbft: 5 7-2 58°C 

[0 2 93] ##0j2 9 : 2 - <2-7>;l/7* V -5 
- h Uy^>-U;Ux^x;K>-XT5 h* ) £,t#gp: 

[0294] 
[ft7 1 ] 



(35) 



HISTl 1-1 7 184 8 



etOgC h 



[0295] 2- 5-3-h*<y 
XT 5 H ) £,S#B?Xf-/P6 . 4 5 g ( 1 3 . 82 mm 
o 1 ) cOylf^TSy (80ml) WXttZhVX+A' 
^U/l/T-bf-l/y2. 3ml (16. Sgmmol), 

g (0. 1 3mm o 1 ) Rtf3»7-f|^5 Omg (0. 2 
6mm o 1 ) m§L?l. 5l$iaHfPU$L ^ 

■cjnast»u *i*fiH(N-h'j^A-c«jia. 

AU fM3*4. 5g (JtX*7 4. 6% fcftfc. 
[0 2 96] NMR (CDC 1 3 ) 6 : 0. 25(9 
H ( s) , 0. 96 (3H, t, J = 7Hz) ,1.4 
3 (3H, t, J = 7Hz) , 1. 42-1. 50 (2 



etojc h 

a- 



[0 2 9 9] ##^j2 9T-i?j§L-^2- (2-7>;l/7 
$7- 5- h VX-f-tl'i'V )V^-)VK y XT 5 F ) £ 
36g(9. 99mmol)^)fh7 
th'077y (60ml ) ®mzlM-Thy7l-)l>7 
>*=.*7&y>\,$V b'fb7t Kn77y?Ml lral 

(11. Ommo 1 ) &mt. *fcTl"8SH»fW;. 

07f/77^-Tm. SiEfc£*3. 06g (JR 
$84. 0%) fcflfc. 

[0 3 0 0] NMR (CDC 1 3 ) 5 : 0. 96(3H 
, t, J = 7H z) , 1. 40-1. 52 (5H , 
m) , 1. 64-1. 72 (2H . m) , 2. 99(1 



BtOgC H 



5a 



[0303] ##0B OTtSJt Lfc 2 - ( 2-~f*)V7 
5 7-5 -xf-x/i^yX7* 5 H ) SA#»xf-^ 3 0 
Omg (0. 82mmol) cO^'Xf-^T (10m 

1 ) »Stfc4-3-K-ha^4?y2 7 0ml (1. 
0 9mmolK y7nnt7h'j7iiMX7<y 
M5y'-7A14mg(0. 0 lmmo I ) 03^ti 
8mg (0. 0 2mmo 1 ) £Jn£, SfflT 1 ^fSffltfF 



BtO z C 



0 

H, m) , 1. 62-1. 71 (2H. m) , 3. 14 
-3. 22 (2H, m) , 4. 42 (2H, q, J = 7 
Hz), 6. 63(1H, d, J = 9Hz), 7. 11 

(1H, ddd, J = 8Hz, 7Hz, 1Hz), 7. 
42UH, dd. J = 9Hz, 2Hz), 7. 57 

(1H, ddd, J = 8Hz, 7Hz, 1Hz), 7. 
86 (1H, d, J = 2Hz), 7. 95-8. 01 

(1H, m), 8. 09 (1H, dd, J = 8Hz, 1 
Hz), 8. 65 (1H, dd. J = 8 Hz, 1H 
z) , 11. 69 ( 1H, s) 

[029 7] ##0J3O : 2- ( 2 /- 5 
-xf- -y^yXT 5 H ) £,S#if xf-/U 

[0298] 

HL7 2] 



— - Et0 2 C H 



Or 1 



H 



H , s) , 3. 16-3. 23 ( 1H , m) , 4. 43 
(2H , q, J = 7H z) , 6. 65 ( 1H , d, J = 
9Hz), 7. 11 (1H, ddd, J = 8Hz, 7H 
z, 1Hz), 7. 4 4 ( 1H , dd, J = 9Hz, 2 
Hz), 7. 57(1H, ddd, J = 8Hz, 7H 
z, 1H z) , 7. 88 ( 1H , d, J = 2H z) , 
7. 98-8. 06 ( 1H , m) , 8. 09 ( 1H , d 
d, J = 8Hz, 1Hz), 8. 68 ( 1H , dd, J 
= 8Hz, 1H z ) , 11. 77 ( 1H , s ) 
[0 3 0 1 ] ##0B 1 : 2- [2-7*^7$ 7- 5 
- (4-XhP7xX;W) if-;KyX7 5 K ] £,6 
#Kxf-/W 
[0302] 
[ft7 3] 



Bt0 2 C H 



N0 2 



S»£«ET9*U:. «@%Sr^Kxf-;l,-^Hfy 
fcTfft&fiU «£fc£*3 8 3mg («*9 5. 8 
%) 

[0304] NMR (CDC 1 3 )S:0. 98(3 
H, t, J = 7Hz) , 1. 40-1. 55 (5H, 
m) . 1. 63-1. 74 (2H, m) ,3-17- 



(36) 



1-171848 



3. 2 6 (2H, m), 4. 43 (2H, q, J = 7H 
z) , 6. 71 (1H, d, J = 9Hz), 7. 11- 
7. 16 (1H, m). 7. 51 (1H, dd, J = 9 
Hz, 2Hz), 7. 57-7. 65 (3H, m), 
7. 95 (1H. d, J=2Hz) , 8. 10 ( 1 H. 
dd, J = 8Hz, 1Hz) , 8. 20 (2H, d, J 
= 9Hz), 8. 68(1H, d, J = 8Hz), 1 



1. 82 ( 1H, s) 

[0305] HS60H4O : 2- [ 2 -7>;U7$ 7- 5 
- (4--ho7i-^) If-/KyX7S F] £,& 

[0306] 
[fc74] 



HN 

EtOjC H 

Or". 



3x 



N0 2 



HOgC 



[0307] mm3 1 tsjsufc 2- [2 -7>;ur 

S7-5- (4--b07x-;U) xf~/KyX7i 
K]flSiXf^2 5 0mg (0. 5 1mmol)^ 

( 1 0 m 1 ) mmz 1 M-*iwb-t f 0 *a 

**S"2m 1 SrJox, Sfitri 8«RHBff Lfc. MJE?§ 

tatfi. mmz*Rvma^*?m<!Kmi. is* 

1 Omg (JR$8 6. 4%) 

[03 08] NMR (CDCI3 ) 5:0. 99(3 
H, t, J = 7Hz), 1. 44-1. 54 (2H, 
, 1 . 6 7- 1 . 76 ( 2H, m) , 3. 24 ( 2 
t, J = 7Hz), 6. 72 (1H, d, J = 9H 
, 6. 99-7. 05 ( 1H, m) , 7. 50(1 
dd, J = 9Hz, 2Hz) , 7. 58 (2H, 
J = 9Hz, 2Hz), 7. 6 3 ( 1H, ddd, 



m ) 
H , 
z) 
H , 
d, 



Bt0 2 C 1 

Or' 



[0311] ###]3 0TS8JtL^2- (2-7>;U7* 
5 7-5 -xf- x ;K^X7 5 F ) *£|.#g*x^;l, 3 0 
Omg (0. 82 mm ol) ^X^/P75 > (10m 
1 ) ?f^4-3-h''<yr-hU^2 5 0mg ( 1. 
09mmol), ^nnt'^ F 'J 7x^*^7 -f y 
A^y'WHmg (0. 0 lmmo 1 ) Rt/3^i\M 
8mg (0. 0 2mmo 1 ) iMl. gAT2tytRfflt 



8Hz, 1 Hz ) , 
IR (c, cm" 1 , 
1 96, 1 658, 
258, 1 2 18, 



N0 Z 

J = 8Hz, 7Hz, 1Hz), 7. 92 (1H, d, 
J = 2Hz), 8. 0 4 ( 1H, dd, J = 8Hz, 1 
Hz), 8. 09 (2H, d, J = 9Hz), 8. 18 
-8. 30(1H, m), 8. 78 (1H, dd, J = 
11. 63 ( 1 H, s ) 
KBr) : 3452, 2964, 2 
1 588, 1 520, 1 340, 1 
856, 748 
E I -MS (m/z, %) : 4 5 7 (m + , 14), 4 
39(89), 410(25), 396(66), 36 
8 ( 18), 350 ( 1 3) , 32 1 (1 00) 
K£: 17 9-180'C 

[0309] ##01J3 2 : 2- [2-7*^757-5 
- (4-S/777x-/P) if^;K>X75 F] ;£ft 
#»Xf-;P 

[03 10] 

[^7 5] 



— • Et0 2 C H 



Or 



CO.. 



a 



GN 



KI& B 9 L . WmtiSty 210mg (IR$54. 7 

%) mtz. 

[03 1 2] NMR (CDC 1 3 ) S : 0 . 97(3 
H, t, J = 7Hz), 1. 40-1. 5 2 ( 5 H , 
m) , 1. 64-1. 74 (2H, m) , 3. 22(2 
H, dt, J = 7Hz, 5Hz) , 4. 43 (2H, 
q, J = 7Hz), 6. 70 (1H, d, J = 9H 
z) , 7. 1 1-7. 16 (1H, m) , 7. 45- 

7. 52 ( 1H, m) , 7. 55-7. 64 (5H, 
m) , 7. 93(1H, d, J = 2Hz), 8. 08- 

8. 16 (2H, m) , 8. 68 (1H, dd, J =8 



Hz. 1Hz) , 11. 80 (1H. s) 
[0313] HS60IJ4 1:2 - [2-7*^75 7-5 




[0 3 1 5] #*W3 2"OR3iLfc2- [2-7-M7 
57-5- (4->-7/7x-^) X^-^KyXTS. 
K] 3cJB.fFKxf-/^2 1 Omg (0. 4 5mmo 1 ) tf> 

( i o m i ) a»ic i M-*gHt7 b y ?a 

*?£$5m 1 SiiT2 4l*ISHf#U:. 

«(C2M-W*jiii, KttfcLfcft, BSgx^tf* 

SSK7 h U *«**EFFS*Lfc. 

2 Omg dR*6 1. 0%) fcUffe. 
[0 3 16] NMR (CDC1 3 ) 5: 0. 99 (3H 
, t, J = 7H z) , 1. 41-1. 54 (2H , 
m) . 1. 67-1. 75 ( 2H , m) . 3. 23(2 
H . t, J = 7H z> , 6. 7 1 ( 1H , d. J = 9H 
z). 7. 03-7. 09 ( 1H , m) , 7.49(1 
H, dd, J = 9Hz, 2H z), 7. 52-7. 56 
(4H.m). 7. 65(1H. ddd, J = 8Hz, 




[0319]#tM30T'lSt^2- (2-7>/P7 
5 7-5 -xf-;KyX7 5 H ) SA#»xf-^ 3 0 
Omg (0.82 mm ol) Ov'X-f ^75 > (10m 

1 ) jB«(c4-t-rf-n'^^^un'*'Sfs/3-H 

/ <.y-fe'y4 1 Om 1 ( 1 . 2 3mmo 1 ) , y7ont' 
XMJ7i-;^7-f>A , 5yW14mg (0. 0 
lmmo 1 ) #U f 3'7ffc$ll8mg (0. 0 2mmo 1 ) 
»C19lfflHOTUSffc, yxf-^7Sy*' 

fh5b h'U75>- ( 1 Om 1 ) Omt. lM—fh7 
7f-/P7>' ; EX'7A7/M-'J Hrh5b Ho79>»« 
1. 3ml (1. 3mmo 1 ) fcjni, »tl« 

xf-^-N^XCCHlia L . SIB-fk-^ft 1 8 4 m g 



7) WWTl 1-17 1848 



mm 

[03 14] 
Utl 6 ] 




7Hz, lHz).7.91(lH,d, J = 2H 
z). 8. 05(1H. dd, J=8Hz, 1Hz), 
8. 78 ( 1H . dd. J = 8Hz, 1Hz), 11. 
67 (1H , s) 

IR(i/, cm-i, KBr) :2964. 2248, 2 
204, 1 654, 1 598, 1 530, 1 298, 1 
218, 834, 756 

EI -MS (m/z, %) : 43 7 (m + , 1) , 4 1 
9(100), 390(24). 376(85), 34 
8(24) 

flbft: 19 7-198*0 

[O317]##0IJ33 : 2- [2-7*^757-5 
- (4-t Hn^fy^i-^) Xf>x;l^>'X75 H] 

[03 18] 
[fc7 7] 




(JR*4 9. 0%) 

[03 20] NMR (CDC1 3 ) 5: 0. 97 (3H 
. t. J = 7H z) . 1. 43 (3H, t, J = 7H 
z) , 1. 44-1. 54 (2H , m) , 1. 62- 
1. 72 (2H , m) , 3. 17-3. 26 (2H , 
m). 4. 43(2H , q, J = 7Hz), 4. 90 
( 1H , s ) , 6. 68 ( 1H , d, J = 9H z) , 

6. 80(2H, d, J = 9Hz), 7. 09-7. 1 
4 ( 1H , m) , 7. 4 1 (2H , d, J = 9H z) , 

7. 47 ( 1H , dd, J = 9Hz, 2Hz), 7. 5 
5-7. 6 1 ( 1H , m) , 7. 88 ( 1H , d, J = 
2Hz), 7. 94-8. 00(lH,m), 8. 09 

( 1H , dd, 8Hz, 1H z) , 8. 67 ( 1H , 
d, J = 8H z) , 11. 74 ( 1H , s) 

[0321 ]£tfeffl42 : 2- [2-7^757-5 
- (4-t Fn*i/7xx/i^) xf-^;^yX75H] 

[0322] 
[fc78] 



(38) 



1-1 71848 



HN 

EtOjC H 



xx 



OH 



HD 2 C 



OH 



[O3 2 3]##0!33-C«JiUfe2- [2-7**7 
$7-5- (4-tKD^fy7x-/l') If-/KyX 
75F] 3c,ISixf;H8 0mg (0. 39mmo 
1 ) (20ml) mmiZ 1 M-*ltffc7 h 

y7M<*»i om i ijni, ^a^BWHJwufc. 
Rie»«fc2M-tt»*iiDi, i8tt(cLfc«. ftgxf- 

fc. SS%5r»S!xf-/i/-^df^y(c-cS^H H Bt. SHE 
fc£ftl 1 6mg (JR$5 6. 7%) 
[03 24] NMR (DMSO-d 6 ) 5:0. 9 4 
(3H,t,J = 7Hz), 1.36-1. 46 ( 2H 
, m) , 1. 56-1. 64 (2H , m) , 3. 18 
-3. 24 (2H , m), 6. 76-6. 84 (3H, 
m) , 7. 18-7. 24 ( 1H , m) , 7. 32(2 
H, d, J = 9H z) , 7. 48(1H, dd, J=9 



CO 



Hz, 2H z) , 7. 61-7. 67 (1H , m) , 
7. 84 (1H , d, J = 2Hz) , 8. 00-8. 0 
7 (2H , m) , 8. 53 ( 1H , dd, J = 8Hz, 
1H z) , 11. 96 (1H , s) 
IR U, cm-i, KB r ) :3336, 2964, 16 
48, 1606, 1 526, 1 256, 1 210,83 
6, 762 

E I -MS (m/z, %) : 428 (m+, 4) , 4 1 
0 ( 1 00) , 381 (6) , 367 (17) , 321 
(20) 

ffiL* : 1 9 7-1 98*C 

[0325] mmm43 :2- (2-^^757-5 
-7 i_;Pxf_MyX75 K) Wti&m 
[0326] 
[ft7 9] 



HN 



to" " VPK) 



lie 

[0327] 2- (2-^f-;l,TSy-5-3-H7x 

-;U) -4-*dpy-4H-3, i-o-v^^'y5 

00mg(l. 3 2mmo 1 ) cOh'JX^TSy ( 1 
Oml ) &tfrh5t Fn7^y (15ml) MMlZX. 
fcyi^Ly-tfyo . 2ml ( 1 . 72mmol), V? 
nnt'^ h U 7 i-WX7 -f W^y >>A 1 0 ni g 
(0. 0 lmmo 1 ) &tf3>7fU!6mg (0. 0 2m 

mo i ) aai. mmnmKrmMrcmmimit: 
hyxf-^r5y*jsEre*tfc. siEwaws 

Wktisxwy (20mi) cawu 1 m-*iwi: 

7 h y 1 0 m 1 SrjD* . Sjl? 1 8B$l3iati¥ 

£TS$g H B H L . mi{t$m 340mg(JR$69. 7 
%) 

[03 28] NMR (DMSO-d 6 ) 5 : 2. 2 8 
(3H, d, J = 5Hz), 6. 79 (1H, d, J = 
9Hz), 7. 18-7. 24 (1H, m), 7. 38 



-7. 46 (3H, m). 7. 48-7. 53 (2H, 
m), 7. 56 (1H, dd, J = 9Hz, 2Hz), 
7. 65(1H, ddd, J = 8Hz, 7Hz, 1H 
z), 7. 88(1H, d, J = 2Hz) , 7. 90- 
7. 96 (1H, m) , 8. 03 (1H, dd, J = 8 
Hz, 1Hz), 8. 54 (1H, dd, J =8 Hz, 
1Hz) , 1 1 . 93 ( 1H, s ) 
lR(v, cm 1 , KBr) : 3404, 2208, 1 
664, 1 528, 1 214, 756 
EI -MS (m/z, %) : 37 0 <m + , 10 0) , 
352 (48) , 323 (7) , 233 (62) 
H£2 0 5-2 0 6'C 

[03 29] ###934 : 2 5 J - 5 -7i 

[0330] 
[fc8 0 ] 



H Me0 2 C 



V 1 



H HeOjjC 



[0331] 2 -Xf-/P7 57-5-3- F3cJSf.#glX 
f-;U2. 24 g (7. 8 6mmo 1 ) CDxXf-/P7$y 
(25ml) i)5t(;if-;Kyt> 1 . Oml ( 9 . 



(39) 



WflBTl 1-1 7 1 84 8 



4 3mmo 1 ) . y7nnt'X h 'J 7i-^A7 4 V 
A'^^ASSmg (0. OSmraoDMa^ti 
3 0mg(0. 1 6mmo 1 ) SrJD-i. SaT'24^S 

vrntotssfcemvami. m#smr h y 

a. »«*«ETfi*Lfc. ss^^j/y^y/^nv 

MWtteftl. 2 6g (JR$5 

7. 4%) 

[03 3 2] NMR (CDC l 3 ) 8 : 1. 3 3 (3 
H, t, J = 7Hz), 3. 26 (2H, ddd, J = 

14Hz, 7Hz, 5Hz) , 6. 65 (1H, d, J 
= 9Hz), 7. 28-7. 35 (3H. m) . 7. 4 
6-7. 52 (3H. m) , 7. 80-7. 86 ( 1 
H, m) . 8. 1 1 ( 1H, d, J = 2Hz) 

[0333] ##0135 : 2 -Xf-/U7*S7-5-7x 

[0334] 

ata i ] 



Ue0 2 C H0 2 C 




[0339] ##01J3 5T«U: 2 -xf-yUT 5 J- 
5-7 x -)l3^--)V%;Mm&4 0 0 m g ( 1 . 5 1m 

mo i ) (^M^y^ymw. d5mi) izmsmwsn 

T&ittt-)VQ . 13ml ( 1 . 8 1 mmo 1 ) £Jn 
St(7)|*h;l/xy (2 0m 1 ) mSAZ, 2-75 

s#ko. 25g(i. simmoDaynawy) 

AO. 2 1 g ( 1 . 8 lmmo 1 ) £J|tf., gS$BB$l 
tc**jDifcft, t«l£#8tU *H*ffiSxf-;Hc 

*0. 25g («sfi6 0. 4%) fcfcfc. 
[0340] NMR (DMSO-d 6 ) 8 : 1. 23 
(3H, t, J = 7Hz), 3. 20-3. 26 (2 

H, m) , 6. 83(1H. d, J = 9Hz), 7. 1 

C0 2 H 

- 



[03 3 5] ##ffl3 4"CgB§U:2-xf-/l/r$y- 
5 - 7 x x;Kcf-x;l/£,§,#i£X f-;H . 2 6 g ( 4 . 
5 lmmo 1 ) <9X?/-^ (2 0m 1 ) »«E(ClM- 

*iwt*- h y 7a*ji?k iomi * mi . 3 vnmem 
mm®. x^/-^^«jET«*tfe. s®«c2M 

-«R**»£iii;tfc8L Bttxf-^-CttajLfc. *» 

SIEft^BlO. 96 g (1R 

$8 0. 2%) mtz. 

[0 3 36] NMR (DMSO-d 6 ) 8:1. 2 2 
(3H, t, J = 7Hz), 3. 25(2H, q, J = 
7H z) , 6. 77 ( 1H , d, J = 9H z ) , 7. 3 
6-7. 43 (3H , m) , 7. 48-7. 55 ( 3H 
, m) , 7. 94 ( 1H . d, J = 2H z) 
[0337] mnM4 4 : 2- ( 2 -xf-;l/7$ /- 5 

[0338] 
[ft8 2] 




8-7. 24 (1H, m) , 7. 37-7. 46 (3 
H, m), 7. 48-7. 56 (3H, m) , 7. 62 
-7. 68 (1H, m), 7. 89 (1H, d, J = 2 
Hz), 7. 93-8. 00 (1H, m) , 8. 03 
(1H, dd, J=8Hz, 1Hz), 8. 52(1 
H, dd, J = 8Hz, 1Hz), 11. 95 (1H, 
s)IR(i/, cm" 1 , KBr) :3328, 2972, 
22 1 2, 1 654, 1 534, 1 252, 1 222, 
756 

EI-MS (m/z, %) : 384 <m+, 100) , 
366(92). 337(22), 323(27), 2 
47 (44 ) , 232 (25) 

2 0 2-2 04*C 
[034 1 ] ##f&J3 6 : 2- ( 2 -7*n tVUT $ J- 
5-3 - Y^yXT 5 F ) 3eA#Bxf-/P 



[0342] 

Uta 3 ] 




(40) 



#^¥1 1-17 1 848 



[0343] 2 -TotVPT S 7- 5 - 3- h'£,g^ 
1. 2g (3. 93mmol) cm^KV^yWSk ( 2 
0ml) K2*»BB»T«ftf-3|-^0 .34ml 
(4. 7 2mmo 1 ) 1 B5fgJM!BSffi Lfcfc. 

*K**EETtf*U:. Sffift^fefch^xy (3 0m 
DiHKiC. 2-T$7&ft#&x?7l^0. 7ml 
(4. 72mmol)MM* l J')A0. 6 5g 
(4. 7 2mmo 1 ) SS«HmT7l^» 

<JR*5 6. 3%) fcfcfc. 

[0 3 44] NMR (CDC 1 3 ) d : 1. 02 (3 



Et0 2 C 



Or'. 

757-5-3 - KyX7 $ H ) £j&#»x^ 5 0 
Omg(l. lOmmol) £)>-x-7-/PT$ > (10m 

1 ) mBUZJi+-/UKy*£> 0. 16ml (1. 78m 
mo 1 ) , ^nnt'^ hV 7i-WX7 ^A^y 
WlOmg (0. 0 lmmo 1 ) at/S^-ftfflemg 

(0. 0 2mmo 1 ) £Jd;c, EiST'2 OB&SHffif Lfc 
ft, ^*X^TSyi«£Frff*tjt. £SMc*£iO 
tm. BKx^-cttffiLfc. 3flW£*atfftfti£ 

SlSJfcU SBJflteftO. 3 8g (JR*8 1. 8%) £ 

[0348] NMR (CDC 1 3 ) & : 1. 04 (3 
H, t, J = 7Hz), 1. 43 (3H, t, J = 7H 



Bt0 2 C 




[03 5 1] mm31XWkltz2 - ( 2 -7nt/P 
7S7-5-7x ^x^--;^yXT $ h* ) 
xf-;U380mg (0. 89mmo 1 ) (DV^^V 

(20ml) mmz i m -imitr v v v^sm 1 o 

m l SrSDi. 4«fiHmaaBSLJt. RJG*»(=2M-« 
IgSrjD*.. SttfcLfcft, SKx^rttajt^:. 

A-V&mt. JWI*ilBET«*Lfc. »S»£B»xf- 
fcT l, ^ gfe^^j 2 5 0 m g ( 1R 
*7 0. 5%) 

[0 3 5 2] NMR (DMSO-d s ) $ : 0. 9 8 
(3H , t, J = 7H z) . 1. 63 (2H . hex, 



H, t, J = 7Hz) ,1.4 
z) , 1. 70 (2H, hex 
2 (2H, dt, J = 7. 5H 
q, J = 7Hz) , 6. 50 ( 
z) , 7. 1 1 ( 1H, ddd 
1Hz) , 7. 52-7. 60 
-7. 84 ( 1H. m) . 7. 
Hz) , 8. 09 (1H, dd 
z) , 8. 67 ( 1H, dd, 
11. 74 ( 1H, s ) 
[0345] ###J37 : 2- 
5 - 7 x -ilx.^-)V<.yXT 
[0346] 
HE84] 



5 (3H, t, J = 7H 
, J = 7Hz) , 3. 1 
z) , 4. 44 (2H. 
1H, d, J = 9H 
, J = 8Hz, 7Hz, 
(2H, m) , 7. 75 
96 ( 1H, d, J = 2 
, J = 8Hz, 1H 
J=8Hz, 1Hz) , 

( 2-Toe^TS7- 
5 Y ) 3cfiL#Rxf-/k 



Et0 2 C H 

z) , 1. 72 (2H, Hex, J = 7Hz) , 3. 18 
(2H, dt, J = 7, 5Hz) , 4. 43 (2H, 
q, J = 7Hz), 6. 6 9 ( 1 H, d, J=9H 
z). 7. 12(1H, dddJ=8Hz, 7Hz, 1 
Hz), 7. 28-7. 36 (3H, m), 7. 47- 
7. 53 (3H, m) , 7. 58 (1H, ddd, J = 
8Hz, 7Hz, 1Hz), 7. 92 (1H, d, J = 
2Hz), 8. 00-8. 06 (1H, m) , 8. 10 
(1H, dd, J = 8Hz, 1Hz), 8. 68(1 
H, dd, J = 8Hz, 1Hz) , 11. 77 (1H, 
s) 

[0349] 5: 2- ( 2-70tVP7S7- 

5 - 7 x -)v^-)VKyxr s y ) mmm 

[0350] 
5 ] 

BN 



H0 2 C H 

• N 



J = 7Hz), 3. 14-3. 24(2 H, m), 6. 
83 (1H, d, J = 9Hz) , 7. 18-7. 25 
( 1H, m) , 7. 38-7. 4 5 (3H, m) , 7. 
48-7. 56 (3H, m) , 7. 60-7. 68 ( 1 
H, m), 7. 90(1H, d, J = 2Hz), 8. 0 
3(1H, dd, J = 8Hz, 1Hz), 8. 07- 
8. 12 (1H, m) , 8. 52 (1H, d, J = 8H 
z) , 11. 95 (1H, s) 
lR(v, cm-i, KBr) :3324, 2212, 1 
658, 1 532, 1 254, 1 220, 756 
EI -MS (m/z, %) : 3 98 (m + , 100) , 
380 (3 5) , 35 1 (27) , 323 (7) , 23 



(41) 



1-1 7 1848 



2 (58) 

Mti: 193-1 94*C 

[0 3 5 3] ##<*J3 8 : 2- (2-7^75 7-5 




[0355] ##CT3 Ot'iSjiU^xf-^2 - ( 2 -7 
f-Jl/7 5 J - 5 - 3 - H<y XT 5 h* ) £&#&x^ 
5 0 0mg ( 1. 0 7mmo 1 ) ^ylWS^ ( 1 
0m 1 ) ®miZXl--)U<y ■&>(). 16ml (1. 7 
8mmol) . y7DDt'Xhy7x-/l/*X7 -f 
^y^AlOmg (0. 0 lmmo 1 ) &tfH«WfciH6 
mg(0. 0 2mmo 1 ) ZtQl, gi&Tl mfflfflf 
Lfctt. ^x^TSJ'fciSETWctfc. SMC* 

fo&&*T«ifc#u *s*ki?7 h *?j»x'im&. 

fcTSitftU Mitttlam. 38s Wm8 0. 6 
%) £*#fc. 

[0 3 56] NMR (CDC1, ) 5:0. 97(3 
H, t, J = 7Hz), 1. 43(3H, t, J = 7H 

Bt0 2 C H r N 

[0359] ##W3 8TWtfCfc 2 - ( 2 -7+fVT 
S 7 - 5 - 7x-/l-xf-;KyXr 5 H ) £,&#Kx 
fyl^380mg (0. 86mmo 1 ) Wtt+ty (.2 
Oml) j§ ?StC 1 M-rtUMfc* h U 10ml 
Srfln*.. 6«IBM!BiaLfe. RJ6»afc2M-«»* 

^4f^>(crHlt*L, «3Wfc6*2 9 4mg (JR^8 
2.7%) fcfcfc. 

[0360]NMR(CDC1 3 ) £ : 0. 98(3 
H, t, J = 7Hz), 1. 48(2H, hex, J = 
7Hz) , 1. 6-1. 74 (2H, m) , 3. 22 
(2H, t, J = 7Hz), 6. 71 (1H, d, J = 
9Hz), 6. 93-6. 98 ( 1H, m), 7. 23 
-7. 30 (2H, m) , 7. 48-7. 54 (3H, 
m) , 7. 60(1H, ddd, J = 8Hz, 7Hz, 



[0354] 
[fc8 6] 

Bt0 2 C H Y 1 

z) , 1. 43-1. 52 (2H, m) , 1. 64- 
1. 74 (2H, m) , 3. 18-3. 26 (2H, 
m), 4. 42(2H, q, J = 7Hz), 6. 69 

(1H, d, J = 9Hz), 7. 09-7. 14(1 
H,m), 7. 26-7. 36 ( 3H. m) , 7.47 
-7. 54 (3H, m), 7. 54-7. 62 (1H, 
m), 7. 91 (1H, d, J = 2Hz), 7. 97- 
8. 04 ( 1H, m) , 8. 10 (1H, dd, J = 8 
Hz, 1Hz), 8. 68 (1H, dd, J = 8Hz, 
1Hz) , 11. 76 ( 1H, s ) 

[03 57] HMPJ4 6 : 2- ( 2 - 7^-/1/7 5 >> - 5 
-7x-^xfz;K>X75 H ) 

[0358] 

Ut8 7 ] 

HN 

H0 2 C H 

1Hz), 7. 91 (1H, d, J = 2Hz), 8. 0 
0(1H, dd, J = 8Hz, 1Hz), 8. 78(1 
H, dd, J = 8Hz, 1Hz), 11. 68(1H, 
s) 

IRU, cm" 1 , KBr) :3368, 3320, 2 
964, 22 16, 1 652, 1 528. 1 252, 1 
218, 756 

E I —MS (m/z, %) : 4 1 2 <m + , 100), 
394 (26) , 35 1 (22) , 323 (7) , 23 
2(71) 

M£: 18 8-189'C 

[03 6 1 ] Mtm47 : 5-9UU-2- ( 4 —Ky 
V)V** y-2-7x -)VT 5 J KyXT $ H ) £&# 
St 

[0362] 
[<ffc88] 



^X 1 ^v n vQ 



(42) 



#^¥1 1-171848 



£03 63] A-KyV)Vi!^i/- 2-7x-;PT = / 
£.f.#l!0 . 50g(l. 56mmol) O&ffc^f-U 
y ( 1 Om 1 ) »»te. g^H&Tifrffc**-^* 
0. 28g (2. 3 5mmo 1 ) Jni, *#T2B$fSfli 

y ( 1 Om 1 ) 2 -T 5 7- 5 -?on£,f.#K 
0. 40g(2. 35mmol) Mfi > »J xf-;P7 5 V 
0. 6 5ml (2. 3 5mmo 1 ) <7)Jg-ffc^-f l^y ( i 
5ml) SSfcjTFU SfflTl 7«BfflBf Lfc. SJE 

hvvj>x-&m. mmzmjErmitz. wsmz*, 

B&sl.TffigiU «IEft^ft3 9 0mg (JR$5 3. 0 
%) *f*fc. 

[0 3 64] NMR (DMSO-d 6 ) S : 5. 14 
(2H. s) ; 6. 62 (1H. dd. J=9Hz, 2 
Hz), 6. 80 (1H, d, J = 2Hz), 7. 02 



■vO 



KO z C 



[0 3 6 7] 4-^ yi ; ;l/ ^^_2- 7l - ; [, TS y 
SISl500mg (1. 5 6mmo 1 ) CO&t^^-U 
y ( 1 5m 1 ) flHfcfc, «ftf-*^t 1 8 6mg 

( 1 . 5 6mmo 1 ) Mt, *&T2l$|SffitJ¥ Lfc&. 
*8**EFF«*U:. »9ftfiWBftj<f-uy ( l Om 

1 ) 2 - r 5 y - 4 - h y 7/M" *n&Mm 

i480mg (2. 35mmol) StfUJI^y^AS 
39mg (3. 9mmo 1 ) COig^f-^y ( l 5 m 

i ) wssaEfcaru immmm. r-yx-^rs 

>lml (2. 3 5mmo 1 ) ZMZ. S4>fcS»"Cl 
5«WBiWfUfc. RJE*»fclM-SU£jitf.. «1M 

O V 1- 7? 7 -f -&tf7-fe h - h y AT&»4>«B»ftt1» 
St, fliefc£»3 7 0mg (JR*4 6. 5%) 

[0368] NMR (DMSO— d 5 ) 5 : 5. 13 
(2H, s), 6. 64 (1H, dd, J = 9Hz, 2 




(1H, t, J = 7Hz) , 
7Hz) , 7. 25-7. 4 
( 1H, dd, J = 9Hz, 
H, d, J = 9Hz) , 7. 
z) , 8. 59 ( 1H, d, 
( 1H, s ) , 11. 87 ( 
IR(f, cm-i, KBr ) 
434, 1 256, 7 52 
E I —MS (m/z, %) : 
6(15), 329 (13) 
(10) , 119(10), 
MA : 2 2 9-2 3 0'C 
[0365] HJ6094 8 : 2 
2-7x-;PTSy^yxr 

[0366] 
Ut8 9 ] 



7.12 (2H, d, J = 
1 ( 7H, m) , 7. 69 
2Hz) ,7. 74(1 
96 ( 1H. d, J = 2H 
J=9Hz) , 9. 70 
1H, s) 

: 1 652. 1 582. 1 

472 (m+, 6) , 38 
. 30 1 (7) , 25 1 
91 (100) 

- ( 4 -<y : J)V**is- 
5H) -4-b'j7;M-n 



H0 2 C H 



0 If ^ 



CF 3 



■o 



Hz), 6. 79(1H, d, J = 2Hz), 7. 03 
( 1H, t, J = 7Hz) , 7. 14 (2H, dd, J 
= 8Hz, 1Hz), 7. 27-7. 44 (7H, 
m) , 7. 53(1H, dd, J=8Hz, 1Hz), 
7. 76 ( 1H, d, J = 9Hz) . 8. 2 1 ( 1H, 
d, J = 8Hz) , 8. 95 (1H, d, J = 1H 
z) , 9. 60 ( 1H, s) , 12. 00 ( 1H, s) 
IRU, cm" 1 , KBr) : 1645, 1597, 1 
57 3, 1521, 1233, 749 
EI-MS (m/z, %) : 506 (m+, 53) , 4 
88(9), 446(4). 329(5), 302(1 
7), 301 (39), 30 0 (16), 272 
(9), 211 (7), 91 (100) 
2 0 7-2 08*C 

[0369] mmm4 9 : 3 - < 4 -o^vm-^v- 

2-7xX^rS7^XTSH) -2— ^7^U^ 

[0370] 
[-ft9 0] 



H02 i x n 



■vO 
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[037 1] A-Oi;)V**is-2-7 *-)VT$.J 
£,§.#l!5 0 0mg ( 1 . 5 6mmo 1 ) OW^^V 
y(10ml) mSfZ. m&TWt+*->V\ 8 6mg 

( 1. 5 6mmo 1 ) iMz.. 2H*RI«fFU:. iW» 
»*3-r5/-2^7^Uy^1fy«4 3 8mg 

(2. 34mmol)I^, M/Xf-/P7S > 1 . 09 
ml (7. 8 3mmo l ) c^brff-^y ( 1 5m 1 ) 
*»fc*TU »C=BHIS#Lfc. KJKffiK* 1 M 

U «Cfl:^«4 38mg (JR*5 7. 0%) 
[03 7 2] NMR (DMSO-dg ) * : 5. 15 
(2H, s), 6. 6 4 ( 1 H, dd, J = 9Hz, 2 

Hz), 6. 83 ( 1H, d, J = 2Hz), 7. 03 
(1H, t, J=7Hz) , 7. 1 5 (2H, d, J = 

8Hz) , 7. 29-7. 42 (7H. m) , 7. 50 
(1H, t, J = 7Hz), 7. 63 (1H, t, J = 




[0 3 7 5] 4-<y^';l/Jj-dfv-2-7x^r5y 
3c*tf»580mg (1. 82mmo 1 ) <7)WO<+V 
y{10ml) mLK.* *.$iT&t1-*-frZ3 2 4m 
g (2. 7 2mmo l ) Jni, *JfrC2B*HH«tl,fc 

a, *»**BET«*Lfc. mmnmtxi-^y ( 1 

Oml )**fc2-75/-5--bo3cftWI3 6 5 
mg (2. OOmmo l ) MJX^TSyO. 
7 6ml (5. 4 6mmo l ) <r>WtM*W ( 1 Om 

i ) *»fcarFU mm- 2 omsmm. mmm 

U «£fc£»4 4 Omg (JR$5 0. 0%) fcftfc. 
[0376] NMR (DMSO-d 6 ) 5:5. 04 
(2H, s ) , 6. 51 (1H, dd, J = 9Hz, 2 
Hz), 6. 82 (1H, d, J = 2Hz), 7. 10 

H0 2 C > Q' ' 
[0379] 2-7x-;l/TSy-4-7i-^Xf^ 



8Hz), 7. 81 (1H, d, J = 9Hz), 7. 9 
4(1H, d, J = 8Hz), 8. 05(1H, d, J 
= 8Hz), 8. 74 (1H, s), 9. 04 (1H, 
s) , 9. 87 ( 1H, s) , 12. 06 ( 1H, s) 
IRU, cm-i, KBr) :3352, 1694, 1 
642, 1 546, 1 254, 740 
EI-MS (m/z, %) :488 (m + , 5) , 44 
6 (9). 386 (6) , 330 (5) , 329(1 
0) , 328 (5) , 251 ( 1 1), 1 29 (9). 
121 (9) , 1 19 (10) , 97 (8) , 91 (7 
2) 

MA : 2 6 8*C 

[0373] Wm\5 0 : 2 - ( 4 -^yy;my- 
2-7x-;l/7Sy^yX7S H) -5--ho£,&# 

ic 

[0374] 
[fc9 1 ] 




(1H, dd, J = 7Hz, 7Hz), 7. 17(2 

H, dd, J = 8Hz, 1Hz), 7. 30-7. 41 
(7H, m), 8. 45 (1H, dd, J = 9Hz, 2 

Hz), 7. 72 (1H, d, J=9Hz), 9. 00 
-9. 1 0 ( 2H, s ) , 9. 9 1 ( 1 H, s ) , 1 

I. 99 ( 1H, s) 

IR (v. cm-i, KBr) :1694, 1658, 1 

550, 1 228, 7 56, 744 

FAB-MS (m/z, %) : 4 84 (M — H, 3 ) , 

302 ( 1 00) 

Nbft: 2 0 2-203°C 

[0 377] H$fe#H5 1 : 5 --ho- 2- (2~7x 
-;WT 574-7i ^;i/X^-yu^yX7 5 F ) 3cA# 

Sc 

[0378] 
[fc9 2 ] 




/HSJRfi2 0 0mg (0. 64mmo 1 ) OMtiC** 
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w ( i om i ) m$rm.i-*-)Vi 1 1 4 

mg(0. 9 6mmo l ) Ml. jfcfc^BfflHWPUi 
1k. S«£*EF9*Lfc. mm&nmtt^y ( 1 
Oml )«»*2-rSy-5--hn3cJ|L#»l 74 
mg(0. 96mmol)M, X-M-T $ y 0 . 
2 6ml (1. 9 lmmo 1 ) iOia-ft^^l^y ( 1 Om 
1 ) *«(CSTU *ffl?2 O^fifflHf Lfc. RJE$# 
iz^Ml&t^^uyxHiliiUz. 1M-8K. 

U *Kfl:£ft£9 2ing (JR*3 0. 0%) fcftfc. 
[0 3 80] NMR (DMSO-d 6 ) d: . 0 7 (1 
H, t. J = 7Hz), 7 . 13(1H, dd, J = 
8Hz, 1Hz) , 7. 23 (2H, d, J = 7H 




[0 383] 4-<y$//kt*v--2-7xX;P7$y 
£A#i85 0 0mg ( 1 . 5 6mmo 1 ) <r>mC*+V 
> (10ml ) »C WfrWyK) - 1 5m 1 

(2. OOmmoDte, M&T' 1 BfUJtft Ufc fft, 
Ja«*«ET9*Lfc. HWfcOM/xy (2 0m 1 ) 
2-rS/-5-hKo^HfA#»2 4 0m 
g(l. 56mmo 1 ) &t^It>? U <?A3 3 Om g 

(2. 39mmo 1 ) fcju*. 2 OBfflSMBiaiLfc. 

Riesas-iM-ttirciMtfcL^ wt£/i£#rci 

- h 'J/^^ffia a B «U mWci&hZ 4 3 m g 
(U5UP3 4. 0%) fcfcfc. 

[0384] NMR (DMSO-d 6 ) 8 : 5. 1 3 
(2H, s) , 6. 59 ( 1H. dd, J = 9Hz, 2 
Hz), 6. 80 (1H, d, J = 2Hz), 6. 98 

■"0 

[0387] 2-7x-/P7S/-4-7i^Hfz 
>l^ft#Bg2 50mg(0. 80mmol) M&itXI- 
\s> ( 1 5 m 1 ) JgjRfc. «Hfc**-;l* 0 . 0 7ml 

(0. 9 6mmo I ) Jo*, 1. SBfrfigStttflfPU; 



z) , 7. 34-7. 59 (8H. m) , 7. 83 ( 1 
H, d, J = 8Hz) , 8. 49 (1H, dd. J = 9 
Hz, 3Hz), 8. 7 6 ( 1H, d, J = 3Hz), 
8. 84. ( 1H, d, J = 9Hz), 9. 27 (1H, 
s) , 12. 48 (1H, s) 
1R (u, cr'.KBr) :2212, 1704, 1 
636, 1 596, 1 514, 1 220. 762 
FAB-MS (m/z, %) : 476 (M-H, 10 
0) 

BUS: 2 4 8-2 5 O'C 

[0 38 1]HSIBa|5 2 : 2- (4-<y^i.- 
2-7xX;PT5/^yXT5 H) - 5-tKo^$ 

[0382] 
[ft93] 




-7. 04 (2H, m) , 7. 11 (2H, d, J = 8 
Hz), 7. 25-7. 43 (8H, m) , 7. 72 
(1H, d, J = 9Hz) . 8. 31 (1H, d, J = 
9Hz) , 9. 61 (1H, s) , 9. 83 (1H, 
s) , 1 1 . 62 ( 1 H, m) 
IRU, cm-', KBr) :3364, 1 668, 1 
644, 1 614, 1 588, 1 546, 1 524, 1 
498, 1472, 1 288, 1 252, 1 226, 1 
1 92, 762, 740 

FAB-MS (m/z, %) : 4 53 (M-H, 10 
0) 

Wl&2 1 2-2 14°C 

[O38 5]H*|0A|5 3 : 5-^on-2- (2-7x 
-IVT S 7 4 - 7 x -/l/Xf;yKyX7 $ K ) £,§.# 

is 

[0386] 
[ft9 4] 




ft, **£*ETff*U:. mffltff)Y)V*> (2 0m 
1 ) 2-7Sy-5-^nn3fJBL#Ki 7 1m 

8.(1. 0mmol)^|^iJ')A2 7 6mg 
(2. Ommo 1 ) Srjp*, 2 OBfrTOlfiBaBIU:. R 
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mm* i m-mmmuz itzm, ^m^itm t 

300mg (IR$8 0. 0%) f/c, 
[0 3 88] NMR (DMSO-d 6 ) 8 : 7. 0 6 
(1H, t, J = 7Hz), 7. 11 (1H. dd, J 
= 8Hz, 1Hz), 7. 22 (2H, d, J = 7H 
z) . 7. 33-7. 39 (3H, m) , 7. 4 1- 
7. 46(3H, m) , 7. 54-7. 59(2H, 
m), 7. 71 (1H, dd, J = 9Hz, 2Hz), 
7. 8 0 ( 1H, d, J = 8Hz), 7. 9 7 ( 1 H, 
d, J = 2Hz) , 8. 57 (1H, d, J = 9H 

H0 2 C'0' ' 

■X) 

[0391] 2-7x-^7S/-4-7x-^Xfz 
/^lfS5 0 0mg ( 1 . 6 0mmol)«l:>f 
l/> (20ml) ^JSt;. JS-f^^-/l-2: 0 . 15ml 

(2. OOmmoDte, SjBt k H5IB8H1 £ W:&. 
8HSE£*EEFff*U:. Sffft^h/H^ (50ml) 
SS»C. 2-TSy-5-hHn^3cJfta«2 9 4m 
g(l. 92mmol)R^l*iJ->A266mg 

( 1 . 9 2mmo 1 ) SrjDi., 2 0 B^JlfflKWK Lfc . 

5 0 0mg (iK$7 0. 0%) fcftfc. 
[0392] NMR(DMSO-d 6 ) 5:7. 03- 
7. 13 (3H, m) , 7. 23 <2H, dd, J = 8 
Hz, 1Hz), 7. 34-7. 45 (7H, m) , 

■■"0 

[0395] 2-7x^7S/-4-7i^Xf^ 
/HSc,&#K5 0 Omg ( 1 . 60mmol) <DiM^f- 
I/y(25ml) Jgjfcfc. «Mtf-*i^tr 0.4ml 

(1. 9 2mmo l ) Ml. MiSTl. 5IMBHOTW: 

***jsffFtf*ufc. mamohjvxy < 5 om 

Djffttlc. 3-75y-2-^7^i^y^;^yi?4 

50mg (1. 9 2mmo 1 ) RV : mfc*}V f 7J»2 6 5 



z) , 9. 30 ( 1H, s ) , 1 2. 00 ( 1H, s) 
IRU, cm-i, KBr) :3384, 3208, 1 
704, 1 636. 1 608, 1 580, 1 550, 1 
518, 1496. 1 286, 1 222, 1 222, 1 
188, 750, 692 

E I -MS (m/z, %) : 46 6 (m-t-, 4) , 2 9 
6(6), 295(10), 91 (100) 
fflU&: 2 5 6-2 5 7'C 

[0 389] mmM5 4 : 5-tWi/-2- (2- 
7x-;PT5/-4-7x-;Ux^-;^yXTS K) 

[0390] 
[^9 5] 




7. 54-7. 59 ( 2H, m) , 7. 79 ( 1H, 
d, J = 8Hz) , 8. 29 (1H, d. J = 9H 
z) , 9. 41 (1H, s) , 9. 68 (1H, s) , 
1 1 . 58 ( 1H, s ) . 1 3. 58 ( 1H, m) 
I R < cm-i.KBr) :3344, 3048, 1 
680, 1 648. 1 588, 1 534, 1498. 1 
4 16, 1 290. 1 254, 1 220, 754 
FAB-MS (m/z, %) : 447 (M-H, 10 
0) 

233-234°C 
[0393] 5 5 : 3- ( 2 -7x-)lT$ J- 

4-7x-^xf--;U^yXT5 K) -2-^7?l'>' 

[0394] 
[ft9 6] 




mg ( 1. 9 2mmo 1 ) 5rjn£, 2 0B#|3M^t 

mtz. w«si£im-jsil *atx«««fe«*T)i* 

£ t fc . STOS- i/'J*yMn7h/77^ 

? / - ;WJfe»(c i 0 fdS L , fMi^j£ 2 8 6 m g 

(jr*3 7. 0%) zntz. 
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[0 3 96] NMR (DMSO-d B ) * : 7. 0 7 
(1H, t, J = 7Hz) , 7. 14 (1H, dd, J 
= 8Hz, 1Hz) , 7. 25-7. 29 (2H, 
m) , 7. 35-7. 46 (6H, m) , 7. 50- 
7.60 (4H, m) , 7. 62-7. 68 (1H, 
m) , 7. 8 7 ( 1 H, d, J = 8Hz), 7. 94 
(1H, d, J = 8Hz), 8. 07 (1H. d, J = 
8Hz) , 8. 75 (1H, s) , 9. 04 (1H, 
s) , 9. 47 (1H, s), 12. 11 (1H. 
s) , 1 3. 6- 14. 4 ( 1H, m) 
IR {u, cm-i, KB r ) :3360, 3132. 3 

HO.cO' ^ ' 

"D • 

[0399] 2-7x-^7$y-4-7x^Xf~ 
^-&#K5 OOmg (1. 60mmol) c^Jg-fcy-?- 
VV (25ml ) mmiz. m&*-fr*0. 14ml 

(1. 9 2mmo 1 )Jni. SaTl. 5B#Ojg#Uc 
ft. if«t«ETff*l,fc. M^hyny ( 5 Om 
2-TSy-5-^h4r^&#iS3 7 9 
mg(2. 2 7mmol)SW*'JW2 6 5mg 

(1. 9 2mmo 1 ) fcjp*., 2 0B#ISMf8IS£L*:. 

mmwa 1 m -mmvmmz uz&. mmzftw i 

4 36rng (JR$59. 0%) fcfffc. 
[0400]NMR(DMSO-d 6 ) 5:7. 06 
( 1H, t, J = 7Hz) , 7. 1 0 ( 1H, dd, J 
= 8Hz, 1Hz), 7. 21-7. 28(3H, 
m) , 7. 33-7. 39 (3H, m) , 7. 4 1- 

H0 2 C / Q' ' 

"D 

[0403] 2-7x-;P7Jy-4-7i-y|,xf- 
^£.S#8£3 OOmg (0. 96mmol) CDJgft^f- 
V>(2 0ml ) jfF»fc x «Hfcf-*=/MfcO. 0 8ml 

(1. lmmo 1 ) tai.mkVl. 5mfflim$ltl 
ft. **«:«EETff*Lfc. mg®<r>hJte> (5 0m 
2-T5y-5-^^l^a#i?i 74m 
g(l. 15mmol)MIl^^A159mg 

(1.1 5mmo i ) £Ml. 2Qffl8itifflgmitz. 



056. 1 698, 1 638, 1 548. 1 276, 1 
262, 1 194, 754, 692 
EI -MS (m/z, X) : 482 (m+. 17) . 4 
64 (6) , 446 ( 1 5) , 295 (32) , 278 
(13). 91(100) 
MA: 2 6 4*C (dec. ) 

[03 97] 336015 6 : 5-*h*v-2- (2-7 
x -;l/7 5 7 - 4 - 7 x -;Pxf - - /l^yXT 5 K ) £ 

[0398] 
[•ft9 7] 



MeO' 




7. 46 (3H, m) , 7. 50 (1H, d, J = 3H 
z) , 7. 54-7. 59 (2H, m) , 7. 80 ( 1 
H, d, J = 8Hz) , 8. 40 (1H, d, J = 9H 
z) . 9. 39 (1H, s) , 1 1. 66 ( 1H, s) 
IRU, cm-i, KBr) :3 348, 1 700, 1 
684, 1 636, 1 610, 1 598, 1 536, 1 
496, 14 16, 1 324, 1 286, 1 222, 1 
176, 1 042, 830, 750 
E I -MS (m/z, %) : 46 2 (m + , 84) , 4 
44 (26) , 426 (7) , 296 (90), 295 
(100), 267(14), 1 67 ( 34) 

2 34-23 5°C 
[040 1] 31^5 7 : 5-^^-2- (2~7x 
-)VT 5 J - 4 - 7 x -)i>3L*f--)VKyXT S H ) £ft 

mt 

[0402] 
[fc9 8] 




3 7 5mg (IR$88. 0%) f§fc„ 
[04 04] NMR (DMSO-d 6 ) S : 2. 33 
(3H, s) , 7. 06 ( 1H, t, J = 7Hz) , 
7. 10 (1H, dd, J=8Hz, 1Hz) , 7. 2 
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4(2H, dd, J = 8Hz, 1Hz), 7. 3 3- 
7. 45(6H, m), 7. 47(1H, dd, J = 8 
Hz, 1Hz), 7. 54-7. 60 ( 2H. m) 7. 
80 (1H, d, J = 8Hz), 7. 8 5 (1H, d, 
J = 2Hz), 8. 4 6 ( 1 H, d, J=8Hz), 
9. 39 (1H, s) , 11. 95 (1H, s) 13. 
5-1 3. 9 ( 1 H, m) 

IR(v, era"', KB r ) :3228, 2212, 1 
698, 1 640, 1 596, 1 582, 1 536, 1 



0" 



H0 2 C 



[04 07] 2 - 7 x -)V7 5 7 - 4 - 7 x X/PXf-X 
;^S#K3 0 0mg (0. 9 6mmo 1 ) OttftXf- 
UX20ml) lit, IS-fbf-^-^?: 0 . 0 8ml 

( 1 . 1 mmo 1 ) Ml. mfcTl. SlSISflHFLfc 

*«*«EFff*ufc. mm<r)m<t*i*i>> < 5 

OmDJSSIfc:, 2-TS7-rJ^yKl4 5mg 
(1. 0 5mmo 1 ) &tf MJ xf-/U7 5 y 1 m 1 £Ju 

h y /i^sasa l , smuts* i 2 4 m g ( mm 3 

0. 0%)#fc. 

[0408] NMR (DMSO-d 6 ) <? : 7 . 04- 
7. 1 0 (2H, m) , 7. 2 1-7. 25 (2H, 
m), 7. 32-7. 46 (7H, m) 7. 55-7. 
60 (2H, m) , 7. 88 (1H, d, J = 8H 



H0 2 C / 0' 



■V" 



[04 11] 2-7x-^7$y-4-7x-/l/Xf- 
2 5 Omg ( 0 . 8mmo 1 ) CD&fbrf^U- 
y(15ml) »»fc: % fift**-/!* 0 . 0 8ml 
( 1 . Ommo 1 ) Ml. SfflT'l . 5B*RHSff Lfc 

$&£MffTW*L£. Wm<TM»!L**VV ( 5 
Omi)M;, 3-7S/-2-f^7xy^y 

i>f;H5 1mg(0. 9 6mmo 1 ) RX/^M^O 
33mg (0. 96mmo 1 ) SrjDi., SiST'2 

onsaartfut. Rjs»«*iM-a»'Ci8tt(cLfc 



496, 14 16, 1 322. 1 290, 1 256. 1 
224, 1 1 76. 1 060, 7 50 
EI -MS (m/z, %) : 44 6 (m + , 7) , 42 
8(2), 295(10), 267(2) 
2 4 8-2 5 O'C 

[040 5] HJSCT5 8 : 2- ( 2-7xX/PT$/- 
4-7x-;l'Xf^KyXTi K) xnf-y& 

[0406] 

Ut9 9] 



H0 2 C 



.-0 



0 N 



■1 



z) . 8. 26 (1H, dd, J=8Hz, 1Hz) . 

8. 59(1H, dd. J = 5, 2Hz) , 9. 20- 

9. 40 ( 1H, m) , 1 1 . 4 0-1 1 . 6 0 ( 1 
H, m) 

lR(u, cm-', KBr) :3444, 3256, 3 
100-2900, 221 2, 1 756, 1 664, 1 
640, 1 594. 1 554, 1 5 18, 1496. 1 
4 44, 1412, 1316, 1272, 1258, 1 
244, 1 2 10, 770, 752 
FAB-MS (m/z, %) : 4 34 (M+H, 1 
7) , 296 (100) 
m&: 2 3 6-2 3 7'C 

[0409] 5 9 : 3 - ( 2-7xX;PTS7- 

4-7x-;t-xf^;KyX7S H) f^7xV*W 

[04 10] 
[ftlOO] 



B0 2 C 

•V 



■ D 



(25ml) t}8SP U 1 M h 'J *7 J**®Wl 

1. 4ml§rjDi.. 4 3IS]ft£BI8E LfcflL x?7-/|/ 

2 3 6mg (JR$7 8. 0%) ftfc. 
[04 12] NMR (DMSO-d 6 ) 5 : 7. 0 5 
(1H, t, J = 7Hz) , 7. 15 (1H, dd, J 
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= 8Hz, 1Hz). 7. 20(2H, dd, J = 8H 
z, 1Hz) , 7. 32-7. 46 (6H. m) , 7. 
55-7. 60 (2H, m) , 7. 79 ( 1H, d, J 
= 8Hz), 7. 90(1H, d, J = 5Hz), 8. 
08 (1H, d. J = 5Hz) , 9. 20 (1H, 
s) , 1 1. 36 (1H, s) , 13. 5-13. 7 
( 1H. m) 

IRU, cm-i, KBr) :3392, 3260, 3 
044. 2636, 221 2, 1640, 1608. 1 
554, 1498, 1446, 1408, 1368, 1 
258, 1 242, 1 214, 756 
EI -MS (m/z, %) :420(m + , 41), 2 

[04 15] 2-7x-;PTSy-4-7iZ;Hf- 
^t#K5 0 Omg ( 1 . 6 Ommo 1 ) OS-ft^f- 
^(20ml) fcBfc, Bfcf-*:^* 0 . 15ml 

(2. OOmmo 1 ) Jni., Siat'l . SI^ISfflBfLfe 
*«*«ET«*Lfc. mm<MUbt*],> ( 5 
0 m 1 ) ^?S(c, 2 -T 5 > - 5 -7*n*£ft#ft4 1 
5mg (1. 9 2mmo 1 ) fttfljffltt U -7A 2 6 6 m 
8(1. 9 2mmo 1 ) fcjpi, Sffl-C2 O^BHIffU 
fc. Ri6fflBR*lM-ffiB|TllttfcU^ *flg«£# 

ife»U **flOH*hy9A?t8tijfc, ?§«£«ETS 

^ft4 5 5mg (JR$5 5. 6%) f#>t. 
(04 16] NMR (DMSO-d 6 ) S : 7. 06 
( 1H, t, J = 7Hz) , 7. 10 ( 1H, dd, J 
= 8Hz, 1, Hz), 7. 23(2H, dd, J = 8 
Hz, 1Hz) , 7. 33-7. 48 (6H, m) , 
7. 54-7. 60 (2H, m) , 7. 80 (1H, 




[04 19] 2-7x^T57-4-7x^Xf-- 
'l^lfi5 0 0mg ( 1 . 6mmo 1 ) 0M{tX+\/ 
V ( 2 Om 1 ) JKRfc, mt^-)Vt: 0. 15ml 

( 2mmo 1 ) Jni. MiST'l . 5B*fgHf#L£f*, ft 

«*jiffT«f*L3t. mmwrnftj+uy < 5 om 

l ) III:, 1, l-TSy^n^-tfy^-jfyg* 



96 (100) . 278 (75) , 256 (38) , 2 
05 (55), 178 (46) , 147 (46) , 13 
3 (54) . 1 29 (62) ,1 2 1 (58) , 1 19 
(48) ,1 1 5 (50) , 1 08 (70) , 105 
(69) 

MM.: 21 8-220'C 

[O4 13]Hi&0!l6O : 5-7*D*-2- (2-7x 
~)V7 5 J - 4 - 7 x -;l,xf-/KyX7 5 H ) £,& 

[04 14] 
[-flUOl] 




d, J = 8Hz) , 7. 84 (1H, dd, J = 9H 

z, 2Hz ) 8. 09 ( 1H, d, J = 2Hz) , 8. 

52 (1H, d, J = 9Hz) , 9. 30 (1H, 

s) , 11. 96 (1H, s) 

IR(v, cm-i, KBr) :3220, 2220, 1 

700, 1 688, 1 636, 1 606, 1 596, 1 

576, 1 516, 1496, 1418, 1 370, 1 

322, 1 284, 1 250, 1 220, 1 180, 8 

24, 790, 764, 750 

EI -MS (m/z, %) : 5 1 2 (m + , 10) , 4 

94 (4), 295 (30) , 267 (7), 239 

( 1). 190(1), 163(1), 91 (2) 
iit£2 6 1 - 26 3°C 

IO4 17]£»0!6 1 : 1- (2-7x-/P7$y- 
4-7x^xf-/KyX7SK) i/?w^**ryi] 

[0418] 
[ftl 02] 




Ky : Jjl448mg ( 1. 92mmol)^I8^'J 
»7A2 6 6mg(l. 9 2mmo 1 ) ital. MWlX'2 

o mm it*, mm®* 1 m -ffi»T»ttfc 



(49) 



mm*n 1-1 1 1 84 8 



Lfc. HfcilfcteAfcx^y-^ ( 1 Om 1 ) 

U lM-7m<t1-W7J*?mi&2m l SrJnx. 5B# 

fcSISAU Iieft^J4 3 4mg (JK^6 2. 0%) 

mi. 

[04 2 0] NMR (DMSO-d 6 ) d : 1. 2 2- 

1. 35 (1H, m) , 1. 43-1. 62 (5H, 
m), 1. 68-1. 82 (2H, m) . 2. 03- 

2. 18 (2H, m) , 7. 01-7. 07 (2H, 
m) , 7. 18(2H, dd, J = 8Hz, 1Hz), 
7. 31-7. 4 5 (6H, m), 7. 54-7. 59 
(2H, m), 7. 7 3 ( 1 H, d, J = 8Hz, H 
z) , 8. 52 ( 1H, s ) , 9. 27 ( 1H, s ) , 
12. 27 ( 1 H, s ) 



H0 2 c 



CI 



[0423] 2-?oo-4- k*99V-\-A)V) 
95g(7. 3 6mmo 1 ) cOTxyy 
(20ml ) jgjRfc, KIM'JWl. 22g (8. 8 
3mm o 1 ) RV5wt. %<7)ffl&{tm&1ttL* 3&fffi 

fclMHSK, *aiXIWtfttt*T)iGW!»U 

Eft** 2. 1 2 g (JR$9 0. 0%) £f#fc. 
[0424]NMR(CDC1 3 ) S : 0 . 89(3 
H, t, J = 7Hz), 1. 23-1. 43(6H, 




[04 27] ##0j3 9T3SitU:4- (*7?V-l 
-A)V) -2-7x-;l/T5 7^&#K5 20mg 

(1. 6 2mmo 1 ) <nmtX*hVV ( 2 0m 1 ) 
t.Jgft^x/HrO. 12ml (1. 6 2mmol) 
JDX. Sa-C3«IBS«fU:«, »«t«ETff*L 
fc. -mm^WC^VV ( 5 Om t ) 2 -T 

Sy^6SB?267mg ( 1. 94mmol)SOT 
#'J7i*268mg ( 1 . 9 4mmol (Wh'Jxf 
/l^T$yO. 27ml (1. 94mmo 1 ) Srjp^, m 
jat'2 OlffiHttf U:. RISJWBE* 1 M-fflTCtWHc 

?HSfit1«!L, Sieft^ft4 5 0mg (JjX$6 3%) 



IR(y, cm" 1 , KBr) :3432. 3396, 3 
236, 3040, 2932, 2860, 2624, 2 
208, 1 7 18, 1 634. 1 590. 1 558. 1 
516, 1496, 1418, 1270. 1172. 8 
68. 782. 758 

E I -MS (m/z, %) :438(m + , 49). 4 
20 (8) , 394 (3) , 349 ( 14), 295 

(1 00) , 267 ( 14) , 239 (3) , 163 

(3) . 98 (6) . 81 (3) 
iUSl 94-1 9 5'C 

[042 1 ] ##0B9 : 4- 
-2-7xX^7S/£,&#K 

[0422] 

HL103] 




m), 1. 57(2H, q, J = 7Hz)2. 37(2 
H, t, J = 7Hz) . 6. 75 (1H. dd. J = 8 
15 (1H, ddd, J = 7H 

7. 2 1 ( 1H. d, J = 1H 
29 (2H. m) . 7. 35- 
7. 93 ( 1H. d, J = 8H 
z) , 9. 28 ( 1H, s) 
[0425] HSS0I6 2 : 2 - [4- 
A)V) -2 -7 x-/UT 5 77 x-Zl^r 5 SKyXT S 
H] SMHI 



Hz, 1Hz) . 7. 
z. 7Hz, 1Hz) 
z) , 7. 24-7. 
7.4 2 ( 2H. m) 




[0428] NMR (CDC 1 3 ) d 



0. 88(3 
44 ( 1 OH. 
2. 38(2 



H, t, J = 7Hz) , 1. 20-1 
m) , 1. 50-1. 60 (2H, m) 
H, t, J = 7Hz) , 6. 87 (1H. dd, J = 
7, 1Hz) , 7. 07 (1H, t, J = 7Hz) , 
7. 14-7. 2 0 ( 1H, m), 7. 23-7. 30 
(2H. m), 7. 32-7. 39 (3H. m), 7. 
64-7. 70 (2H, m). 8. 15-8. 21 (1 
8. 83 ( 1H. dd, J = 8Hz, 1H 
61 (1H, s) . 11. 69 ( 1H, s) 



H. m) 
z) . 9 
I R (u 
228, 
562, 
452, 
224, 



. cm" 1 , 
1 682, 
1 54 2, 
1420. 
1160. 



KBr) : 
1 652. 
15 16, 
1 320, 
1 068. 



3300, 
1606. 
1498, 
1 294, 
1028, 



3044, 2 
1 580, 1 
1470, 1 
1 258, 1 
870, 75 



(50) 
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E I -MS (m/z. %) : 44 0 (m + , 100), 
422(24). 303(59). 260(20). 2 
46 (20), 233 (31 ), 204 (23) 
fflUS: 1 6 5-1 6 7*C 



H0 2 C 



[0431] 4- (3, -2- 
7x-/l/7$y£,f.#K5 8 7mg (2. OOmmo 

1 ) (20ml) Wmz. WCtt-fr 

£0. 2ml (2. 6 7mmo 1 ) Jnx, M&X'l . 5 

^ft/> (5 0ml)IIC, 2-75y£,S#883 0 
2mg (2. 20mmo 1 ) . V ->A3 0 4 m g 

(2. 2 0mmo 1 ) MJX^T^yO. 3 Om 
1 (2. 20mmo 1 ) Mnt. SAtl 8mWSmi 
»SB«*lM-«H»CBtt(CL,fcffc, *«8®^ 
&U:. *8UB£ 1 M-iSiL *2^ft»£ig*-cra8: 

U *i&ffc£ft6 5 4mg (JR$7 9. 0%) £ft£. 
[0432]NMR(CDC1 3 ) d : 1 . 30(9 
H, s), 6. 87(1H, dd, J = 8Hz. 1H 
z) , 7. 04-7. 1 0 ( 1H, m) , 7. 14- 
7. 20 ( 1H, m) , 7. 23-7. 29 (2H, 



H0 2 C 



[0435] 2-7x-/I/7*$y-4- 
-^^)$,ISi510mg (1. 83mmo 1 ) CDJg 
it*1-U> ( 2 5 m l ) jgjRfc, Jfift^-;!^ 0 . 1 
4ml (1. 8 3mmo 1 ) Jp£ % MfflTllSISHlfPL 

(50ml) afjRfc, 2 -TS 3 0 2m g 

(2. 20mmol),^ij^304mg(2. 
20mmo l ) Xtf MJXf-/U7 5 ^0 . 30ml 
(2. 2 0mmo l ) SrJn^. N MST'2 0^ra«ffL 

ku:. whh^imhsil kwm&mx'md: 

U ^ie-fC-^j5 3 0mg (JR$7 3. 0%) 
[04 3 6] NMR (CDC 1 3 ) d: 1. 03(3 
H. t, J = 7Hz) 1. 50-1. 65 (2H, 
m), 2. 37 (2H, t, J = 7. 1Hz), 6. 8 
8(1H, dd, J = l. 5Hz, 8. 3Hz), 7. 



IO4 29]HSS0!I6 3 : 2- [4- (3, 3->** 
)U71--)l> ) - 2 - 7 x ^U7 5 SOXT 5 K ] £,& 

m 

[0430] 
[fcl05] 




m), 7. 32-7. 39 (3H. m) . 7. 6 3- 
7. 70 (2H. m) . 8. 1 9 ( 1H, dd, J = 8 
Hz, 1Hz) , 8. 82 (1H. dd. J = 8Hz, 
1Hz) , 9. 60 (1H, s) . 1 1. 67 (1H, 
s) 

IRU, cm-', KBr): 3288, 2972, 2 
224, 1 656, 1 608. 1 582. 1 560, 1 
532, 1498, 1420, 1 294, 1 256, 1 
224, 1 1 62, 900, 764, 752 
E I -MS (m/z, %) : 4 1 2 (m + , 44) , 3 
94 (6) , 295 (2), 275 (76), 260 
(38) , 246 (5) 
It*: 2 2 5-2 2 7"C 

[0433] mmm64 ■. 2- [ 2 -7x^/1/7$ y- 

4- (^y^y- 1 -^f;p) ^yXT5 H] Ml 
[0434] 
[ftl 06] 



H0 2 C B 



H 



07(1H, ddd, J = 7Hz, 7Hz, 1Hz). 
7. 14-7. 21 (1H, m) , 7. 23-7. 30 
(2H,'m), 7. 32-7. 40(3H, m), 7. 
63-7. 71 (2H, m) , 8. 19 (1H, dd, 
J = 8Hz, 1Hz) , 8. 83 (1H, dd, J = 8 
Hz, 1Hz) , 9. 60 ( 1H, s) , 11. 67 
(1H, s) 

lR(u, cm-i, KBr) :3256, 3020, 2 
872, 2224, 1 656, 1 606, 1 582. 1 
562, 1 534. 1498. 1470, 1452, 1 
420, 1318, 1258, 1222, 1162, 8 
92, 758, 

E I -MS (m/z, %) : 398 (m + , 4 5%) . 
380 (6) , 261 (54) , 233 ( 1 7), 20 
4 (1 1), 1 90 (2), 146 (2) , 1 1 9 
(3) 

1 9 9-2 0 0*C 
[0437]HSg^65 : 2- [2-7*^757-4 



(5 1) 
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[04393 2-7>/l/7S/-4- (3, 
)Vfi-~)V) £,f.#®547mg (2. OOmmol) 
<F>WC*&VV (15ml) MCs aMfcf-*-^* 
0. 2ml (2. 67mmo 1 ) Ml. MfflT'l . 5B# 

fl/>(50ral) «f»fc, 2-7$ S£MmL3 0 2 
mg(2. 20mmol) >» , J'>i304mg 
(2. 2 0mmo 1 ) Rt/ XfvUT 5 ^ 0 . 3 0m 
1 (2. 2 0mmo 1 ) W&X'l 6B#l§Bf#L 

U £ifE-fb£%6 5 9mg (UJW8 4. 0%) £»fc. 
[04 4 0] NMR (CDC1 3 ) 5:0. 97(3 
H, t, J = 7Hz) ,1.34 (9H, s) , 1.4 
2-1. 53 (2H, m) , 1. 65-1. 73 (2 



Bt0 2 C 




0 N 



[0443] 2- (2 -7^/1-75 7- 5 -Xf-X>l^ 
VX7SY) SA*Bxf-;W5 2 6mg (1. 44mm 
o 1 ) <7)>-'Xf-^7Sy (10ml) »»C2-3-F 
tf'J^'yO. 3 0ml (2. 8 9mmo 1 ) . ^un 
t'Xb^i^^-fyA^y'Wl 6mg (0. 

0 1 mmo 1 ) JkTf3^ftMl Omg (0. 03mmo 

1 ) ZtiUl. S»T2l«B«j*Ufc. RJG»»lC**ail 

7 b u *, ismiER*** D 

1 0 %^-«K7 h 'J •> «ffl***-C«RK 

fcfc£»3 7 5mg (JR$7 7. 5%) fcitfc. 
[0444]NMR(CDC1 3 ) S : 0. 97(3 
H, t, J = 7Hz), 1. 42 (3H, t, J = 7H 
z) , 1. 40- 1. 50 ( 2H, m) , 1. 64- 



[0438] 
UL107] 




H, m) , 3. 1 6-3. 20 ( 2H, m) , 6. 69 
(1H, dd, J = 8Hz, 2Hz) , 6. 74 (1 
H. d, J = 2Hz), 7. 14 (1H, ddd, J = 
8Hz, 7Hz, 1Hz), 7. 59 (1H, d, J = 
8Hz), 7. 63(1H, ddd, J = 8Hz, 7H 
z, 1Hz), 8. 17 ( 1 H, dd, J = 8Hz, 1 
Hz), 8. 78(1H, dd, J = 8Hz, 1Hz) 
IRU, cm-i, KBr) :3332, 3072, 2 
964, 2228, 1 650, 1 608. 1 536, 1 
220, 766, 754 

FAB-MS (m/z, %) : 391 (M-H) 

2 2 5-2 2 7'C 
[044 1]###J4 0 : 2- [2-7^75/- 5 

- (2-t°u ) <y X7 5 H ] SAfrBx 

[0442] 
[flU08] 



Bt0 2 C H 



5a 



1 . 7 1 ( 2H, m) , 3. 18-3. 24 ( 2H, 
m), 4. 43(2H, q, J = 7Hz), 7. 12 
(1H, ddd, J = 8Hz, 7Hz, 1Hz), 7. 
19(1H, ddd, J = 8Hz, 5, 1Hz). 7. 
5 0 ( 1H, ddd, J = 8Hz, 8Hz, 1Hz), 

7. 55-7. 61 (2H, m) , 7. 66 (1H, d 
dd, J = 8Hz, 8Hz, 2Hz), 7. 97(1 
H, d, J = 2Hz) , 8. 06 (1H, t, J = 5H 
z), 8. 10(1H, dd, J =8 Hz, 2Hz), 

8. 58-8. 61 (1H, m) , 8. 66 (1H, d 
d, J = 8Hz, 1Hz), 11. 77 (1H, s) 

[044 5] mm66 : 2- [ 2-7^75/- 5 
- ( 2 - tf U ) OX7 5 H ] 

[0446] 

[fcl09] 



BtQ 2 C H 



HQ 2 C 1 



(52) 
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[04 4 7] ##M4 0TML^2- 
57-5- ( 2-e'J^;l/Xf--^) <yX7$ K] £ 
E#Kx^-;P3 7 5mg (0. 8 5mmo 1 ) ?)x?y 
-;K 2 0 m 1 ) 1 M -*mt* V U 

imi £ju, 2Sffaitn»es^L^a. ss^r^at 

£*1 94mg (JR$5 5. 0%) 
[04 4 8] NMR (DMSO-d s ) 8 : 0. 9 4 
(3H, t, J = 7Hz) , 1. 36-1. 46 (2 
H, m), 1. 57-1. 65(2H, m), 3. 21 
-3. 26 (2H, m) , 6. 8 6 (1H, d, J = 9 
Hz) , 7. 19-7. 24 ( 1H. m) . 7. 37 
(1H. ddd, J=8Hz, 5, 1Hz), 7. 56 
-7. 60 (2H, m) , 7. 65 (1H, ddd, J 




[0451] mm3 ovmmuz2- ( 2-f+n,r 

5 7-5 -xf-/KVX7 5 K ) SAfHRx^ 5 0 
Omg ( 1 . 3 7mmo 1 ) <9xXf-/P7$y ( 1 Om 
1 ) mmz2-3-Y1~Jr7 x.yQ. 30ml (2. 8 
9mmol), ^ont'Xh'j7i-WX7-(yA 
1 6mg (0.01 mmo 1 ) RtSSWtfflll 
Omg (0. 0 3mmo 1 ) *Jn*., gjST2^^ 

fc. Gwmzffift&mfcmi-hvv&fcmm. *, tain 

SHMc*^ y l o %f-*«Mt" h y * a* 

?£$&tfg&ft^*Tia&ft?#u t«t h y ^ 

*»4><omSft"CfW!L, ML^l2 3 3mg (JR$3 
8. 0%) 

[0452]NMR(CDC1 3 ) S : 0. 97(3 
H, t, J = 7Hz), 1. 43 (3H, t. J = 7H 
z) , 1. 41-1. 52 (2H, m) , 1. 64- 

Et0 2 C H 

[04 55]##W4 1?KftU:2- [2-^f-^T 
5 7- 5- (2-f*7i-;Hf-;l/)^yX7i 
H] £,6#$tx^;U2 3 0mg (0. 5 2mmol)<0 
I^-/K2 0ml) 1 M-*IWk^ h y »7A 

Mm 1 m 1 £Jn;U 3l«aiJl8!!afilK Lfeft, S&tT' 



= 8Hz, 7Hz, 2Hz), 7. 8 3 (1H, dd 
d. J = 8 Hz, 8Hz, 2Hz), 7. 9 6 ( 1H, 
d, J = 2Hz), 8. 04 (1H, dd, J = 8H 
z, 2Hz ) , 8. 1 8 ( 1H, t, J = 5Hz) , 
8. 5 4 ( 1 H, dd, J = 8Hz, 1Hz), 8. 5 
7-8. 60 (1H, m) , 12. 03 (1H, s) 
lR(u, cm-i, KBr) :2204, 1652, 1 
590, 1 528, 1 220, 770, 756 
FAB — MS (m/ z, %) : 4 1 2 (M-H. 10 
0) 

MA: 1 7 9- 18 Ot; 

[0449] ##094 1 : 2- [2-7-^757-5 
- (2-f^7xZ/Hf-;H OX75 K] 
Hx^/p 

[0450] 

[ftllO] 




1. 73 (2H, m) , 3. 18-3. 22 (2H, 
m), 4. 43(2H, q, J = 7Hz), 6. 69 
(1H, d, J = 9Hz), 7. 0 0 (1H, dd, J 
= 5, 4Hz) , 7. 12 (1H, ddd, J=8H 
z, 7Hz, 1Hz), 7. 23-7. 26 (2 H, 
m), 7. 47 ( 1H, dd, J = 8Hz, 1Hz), 
7. 58(1H, ddd, J = 8Hz, 7Hz, 1H 
z), 7. 89(1H, J = 2Hz), 8. 03(1 
H, t, J = 5Hz) , 8. 10 (1H, dd, J = 8 
Hz, 1Hz), 8. 67 (1H, dd, J=8Hz, 
1Hz) 

[0453] HIS016 7 : 2- [2-7^757-5 
- (2-f^7i-/Hf-;H ^>X75 K] £&# 

m 

[04 54] 
[ftl 11] 

SlE-ffc^ 1 8 5 m g (IR$8 5.0%) fcfcfc. 
[0456] NMR (DMSO-dg ) d : 0 . 94 
(3H, t, J = 7Hz), 1. 36-1. 46(2 



(53) 
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H, m) , 1. 56-1. 64 (2H, m) . 3. 19 
-3. 25 (2H, m) , 6. 83 (1H, d, J = 9 
Hz), 7. 11 (1H. dd, J = 5Hz, 4H 
z) , 7. 18-7. 24 ( 1H, m) , 7. 35(1 
H, dd, J = 4 Hz, lHz)7. 52 (1H, d 
d, J = 9Hz, 2Hz), 7. 60-7. 67(2 
H, m), 7. 88(1H, d, J = 2Hz), 8. 0 
3(1H, dd, J = 8Hz, 1Hz), 8. 11 (1 
H, dd, J = 8Hz, 1Hz), 8. 51 (1H, d 
d, J = 8Hz, 1Hz), 11. 97(1H, s) 




[0459] 3 0 X'mMLtz 2 - ( 2 - -f+VT 
5 7-5-3- VKyXT 5 H ) 3B&#»±?^7 0 0 
mg ( 1. 5 0mmo 1 ) <7)i/JLj-)l7 $.> (2 0m 

1 ) RX/Thyh W77> (10ml) 0)&£fflttZ 
3-* 1 -mtryO. 25ml (3. 00m 

mol), i/^ant'Xb^i-WX?^^^^ 
>)A53mg (0. 08mmo 1 ) &tf3«XLfill 4m 
g (0. 0 8mmo 1 ) £JD;L. Sii? 2 BSSHWr L 

mm*m*i u •? a*nr. i o %**mm- i* y 

/u»$>w&Bivmmu sie^-^537 5mg (jr$6 
1.2%) 

[0460] NMR (CDC 1 3 ) 8 : 0. 96(3 
H, t, J = 7Hz) , 1. 40-1. 51 (5H. 




[04 6 3] ###j4 2T'fBIU:2- [ 2 -Zf^)V7 
57-5- (3->b^y7aA-y-i-^;H ^yX 
T5 H ] 3feft*»xf-;U3 70mg(0. 91mmo 
1 ) cDX?7-/l/ (20ml) Mfh7tHn77y 
(20ml) *>8l£if«fc* 1 M-*HMfc^ h V VJ*m 
®2m\ mt, S»T2«rlBB»PUfctt, 

5. 9%) fcfcfc. 

[04 64] NMR (DMSO-dj ) 8 : 0. 9 3 
(3H, t, J = 7Hz), 1. 36-1. 46(2 
H , m ) , 1. 5 5- 1. 64 (2H, m) , 3. 15 
-3. 21 (2H, m) , 4. 31 (2H, s) , 6. 
73(1H, d, J = 9Hz), 6. 96-7. 01 



IR(u, cm- 1 , KBr) :3320, 2964, 2 
208, 1 652, 1 602, 1 530, 1 254, 7 
56 

FAB-MS (m/z, %) : 4 17 (M-H, 1 
6). 189(100)it£ 79-18 O'C 

[04 57] ##W4 2 : 2- [2-7W757-5 
- ( 3-7 Y*SsTa*V- l -4/U) a^X7S H] 
£,S#Kxf-/U 

[04583 

Hfcll2] 




m) . 1. 62-1. 7 1 (2H, m) , 3. 1 6- 
3. 22 (2H, m) , 3. 47 (3H, s ) , 4. 2 
0(2H, q, J = 7Hz), 4. 34(2H, s), 
7. 11 (1H, ddd, J = 8, 7, 1Hz), 7. 
41 (1H, dd, J = 8Hz, 2Hz), 7. 57 
(1H, ddd, J = 8, 7, 1Hz). 7. 84 (1 
H, d, J = 2Hz), 8. 00 (1H, t, J = 5H 
z), 8. 09(1H, dd, J=8, 1Hz), 8. 
68(1H, dd, J=8, 1Hz), 11. 75(1 
H, s ) 

[04 6 1 ] HSS0J6 8 : 2- [ 2 -7>/l/T 5 7- 5 
- ( 3 -7 Y*isTurt>- \-A)V) KyXTS. H] 

[0462] 
Htll3] 




( 1H, m) , 7. 28-7. 33 ( 1H, m) , 7. 
3 9 (1H, dd, J = 9Hz, 2Hz), 7. 90 
(1H, d, J = 2Hz), 8. 0 3 (1H, dd, J 
= 8Hz, 1Hz), 8. 37(1H, t, J = 5H 
z) , 8. 54 ( 1H, d, J = 8Hz) 
lR(u, cm"', KBr) :3300. 2956, 2 
928, 221 2, 1 652, 1 590, 1 522, 1 
296, 760 

FAB-MS (m/z, %) :424 (m + Na, 10 
0) 

it£l7 9-180'C 

[0465] ##0IJ43 : 2- [2-7*^757-5 
-(3, 3-xXb^v7 , nM , y-l-'f/l') 7i- 

^]-4-^y-4H-3, 1 -^yy^uw 
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[0466] 



[0467] 2- (2-7 r ^T5y-5-3-h'7x 

->v) -4-*^y-4H-3. l -^yy^^'y 

1. 4 0g (3. 3 3mmo 1 ) £9 xf-;P7* § y 
(30ml ) RlffhytVayyy (i5ml)M 
(CTo^/PT^r t H ^'Xf-^r-fe * - /K) . 9 6m 
1(1. 72mraol) > -;?DDh'XhiJ7i-W 
^7^A'7^A30mg (0. 0 3mmo 1 ) Rtf 
3^-(b^2 0mg (0. 0 6mmo 1 ) ZMl. 

v*?<u*®m, &mm*m*r , )'}&tem. 1 o 

E(t^i6 2 5mg (IR*4 1. 4%) 
[04 6 8] NMR (CDCl, )*:1.04(3 




H/\A\ 
N 

Si 




A 

BtO OBt 

[047 1] ##0|4 3-CfiSJi Lfc 2 - [ 2 
5^-5- (3. 3-ylNJfy7D^y-l-^H 
-4-W-4H-3, 1 -Oy^ffy 
>6 0 Omg ( 1 . 4 3mmo 1 ) <7)x^y-;P ( 2 0 
m 1 ) RX/fhyh Vuy^y ( 2 0m 1 ) COM&Mffl. 
£ 1 M -*mti- h y >7 A*}g$ 5 m 1 £ Jn*. , SfflT 

? y -;P-x-r^-^Hf y*»4,<0IHSft'CHII! U 
R£ft£ft5 8 0mg (JR$8 8. 0%) £*Sfc. 
[0472] NMR (CDC1 3 ) 5 : 0. 93(3 

H, t, J = 7Hz), 1. 18(6H, t, J = 7H 
z) , 1. 38- 1. 46 (2H, m) , 1. 5 5- 

I. 64 (2H, m) , 3. 16-3. 21 (2H, 
m) , 3. 53-3. 61 (2H,m), 3. 6 5- 
3.73 (2H, m) . 5. 50 ( 1H, s) , 6. 7 
5 (1H, d, J = 9Hz) , 6. 98-7. 03 (1 



[fcl 14] 
^0 




^0 



A 

BtO OBt 



H, t, J = 7Hz) 
z) , 1. 53-1. 

I . 84 ( 2H. m) 
m) . 3. 63-3. 
3. 89 (2H, m) 
8 ( 1H, d 
H, m) , 7 



, 1. 29 (6H. t, J = 7H 
63 ( 2H, m) . 1 . 7 5- 
. 3. 29-3. 34 (2H, 
72 (2H, m) . 3. 80- 
, 5. 50 ( 1H, s ) , 6. 6 
J=9Hz) , 7. 43-7. 52(3 
80 ( 1H, ddd, J = 8Hz, 7H 



z, 1Hz), 8. 2 2 ( 1 H, ddd, J = 8Hz, 
1, 1Hz) , 8. 32 (1H, d. J = 2Hz) , 
9. 25 ( 1H, t, J = 5Hz ) 

[046 9] mmm6 9 ■. 2- [2-7^757-5 

-(3, 3-i/3iY* i sTun>-l-4)V) K>X7 

[0470] 
Utl 15] 



CO.. 



Ma0 2 C H 

0"; - y 



OBt 



H, m), 7. 31-7. 36(1H, m), 7. 40 
(1H, dd, J = 9Hz, 2Hz), 7. 89(1 
H, d, J=2Hz) , 8. 06-8. 0 9 (1H, 
m) , 8. 39 ( 1H, t, J = 5Hz) ,8.55 
( 1H, dd, J=8Hz, 1Hz) 
IR(t>, cm-i, KBr) :2960, 2932, 2 
220, 1 660, 1 594, 1 520, 1 288, 7 
54 

FAB-MS (m/z, %) : 4 3 7 (M — H, 3 
4) , 379 (100) 
1 7 9-18 0'C 

[0473] HSS0H7O : 4- (3, 3-^Vf-;^ 
-/!/) -2-7xX;PT$V-N- ( 2-X;U7r 
/l-7x^) H 

[0474] 

[fti 1 6] 



(55) 



WWTl 1-1 7 1 84 8 



H0 2 C 



[0475] 4- (3, 3-^^y^--;P) -2- 
7i-;l/T5/^-&Si?l . Og (3. 40mmol) 
m/WCtt-ll 0.4ml comt* fl/y(30m 
l ) fttt*»?2WIUWU4fc. 
Lfc. OT)Wfl/> ( 3 0m 1 ) $$£-2-7 
Sy<y-fe>A;^y75 KO. 6 5g (3. 7 5mm 

oi)«e'ji/>(50mi) iSJRtc^TSSTU, l 
8B8SI3irci»rLfcflL «<LX*Uy*«EEF9*L 

5:1 MHBBL *s aVtt»*B*TJt*8ls»L. 

»0. 8g (J0UP5 2. 0%) ifcfc. 
[04 76] NMR (CDC 1 3 ) d : 1. 2 9 ( 9 
H, s) , 4. 87 (2H, br-s) ,6.85(1 
H, dd, J = 8Hz, 2Hz), 7. 09 (1H, d 
dd, J = 8Hz, 8Hz, 1Hz) , 7. 21-7. 
29 (3H, m) , 7. 52-7. 59 (2H, m) , 



H0 2 C 



H 



[04 7 9] 2-7 , f-;PT5y-4- (3, 3-S^-f 
^7^-;P) . Og (3. 6 6mmol)& 

If&ti-X-frO .4ml <F><mc*^\s y ( 3 0 m 1 ) 

fc. mWBPMfcX+VV (30ml ) ®m£2-T$ 
Siy4£>XA<ft>T§ ¥0. 7g (4. 0 3mmo 
1 ) WVity (50ml) fcWfcfc&TSSTU 1 8 

Sri M-fiK, 3K^I!lftA«*-CJi<Wft»L, as* 

**• 5/ 'J * n^? h 7 ^ -TUtiS IX . WiHt 
3*0. 9g (JR*54. 0%) fcftfc. 
[04 80] NMR (DMSO-d s ) 6 : 0. 9 7 
(3H, t, J = 7Hz) , 1. 34 (9H, s) , 
1. 41-1. 5 1 (2H, m) , 1. 62-1. 72 
(2H, m) , 3. 18(2H, t, J = 7Hz) , 
4. 83 (2H, br-s) , 6. 45 (1H, dd, 
J = 8, 2Hz) , 6. 74 (1H, d, J = 2H 



H 2 NS0 2 H 



0 N 



7. 57 ( 1H, d, J = 8H 
ddd, J = 8Hz, 8Hz, 
H, dd, J=8Hz, 2Hz 
d, J = 8Hz, 1Hz) , 9 
0. 03 ( 1H, s ) 
IR (u, cm' 1 . KBr) : 
928, 2 224. 1 64 2, 
516.1 500. 1472, 
334, 1 290, 1 272, 
64 

FAB-MS <m/z, %) : 
0) 

Mj£: 1 0 1-1 0 2'C 

[0477] mmm7 1 : 2- 

(3. 3-y7f;l//f-;l/) 
4)V7*-)V) KyXTS. K 
[0478] 
Ufcll7] 



z) , 7. 63 ( 1H, 
1Hz) . 7. 99(1 
) , 8. 4 1 ( 1H, d 
. 53 ( 1H, s) , 1 

3364, 2972, 2 

1 586, 1 556, 1 

1442, 1420. 1 

1 222, 1 1 54, 7 

446 (M-H, 1 0 



7*f-;U7$/-4- 
-N- ( 2-7./U7T*: 



H 2 N-S0 2 H 



0 N< 



H W 

z), 7. 23(1H, ddd, J = 8Hz, 8Hz, 
2Hz), 7. 48(1H, d, J = 8Hz), 7. 6 
1 (1H, ddd, J=8Hz, 8Hz, 2Hz), 
7. 86(1H, br-s), 7. 95(1H, dd, 
J = 8Hz, 2Hz) , 8. 34 (1H, dd, J = 8 
Hz, 1Hz) , 9. 70 ( 1H. s) 
IR (v. cm-i, KBr) :3368, 3232, 3 
084, 2968, 2932, 2868, 2224, 1 
644, 1 600, 1 584, 1 564, 1 530, 1 
472, 1440, 1 342, 1 292, 1 226, 1 
168, 1 1 56, 896, 764 
FAB -MS (m/z, %) :426 (M-H, 10 
0) 

ttjft : 130-131 'C 

[0481 ] ggfflffl|7 2 : 4-Ov;k**v— 2-7 

yxrs H 

[0482] 
Utl 18] 



(56) 
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'JO 



H0 2 C 



[04 83] 4-Kyi?tl**=s-2-7 *-)V7 $ J 
£l#1500mg (1. 5 6mmo 1 ) tfXfiftXf-W 
V ( 1 5m 1 ) *#Ti&fL^*-^§r 18 6m 

g ( 1 . 5 6mmol)te, MrWIfllHWLfc. 

;oj£$£2-r$./<y*>.xA'*>'7 > $ ki 74m 

g ( 0 . 9 6 mm o 1 ) Rlf. b Uxf-zUT S y 1 m 1 
(7. 8mmo 1 ) nUitX^Vy (15ml) 

w^mm.*. i M-iiiL #axfWMtm#xm 

0mg( JR$2 8. 0%) 

[0484] NMR (<?, DMSO-D6) :4. 82 
(2H, s) , 5. 04 (2H, s) , 6. 48 ( 1 
H, dd, J = 9Hz, 2Hz) . 6. 



H0 2 C 



8 5 ( 1 H, 



[0487] 2-7x-;P7Sy-4-7i-^xfr: 
/^.ft#K 1 g < 3 . 40mmol) 
0.4ml (nWt^^y (30ml) W&kW&X'l 

^f-uy (3 0m i ) im*2-T$. J^y^yxiv^. 

>-T5h'0. 6 5g (3. 7 5mmo 1 ) <9t°>J i?y 
(50ml) ?§?St*^T»Tt. 1 8B$fSJSfiT'Jf# 

jot, »»x^"ci*ajLfc. *iM£i M-«na, 

(JR*5 2. 0%) £f#fc. 

[0488]NMR(CDCl 3 ) d : 1. 29 (9 
H, s) , 4. 87 (2H, br-s), 6. 85 (1 
H, ddd, J = 8Hz, 2Hz. 1Hz), 7. 09 

(1H, ddd, J = 8Hz, 8Hz, 1Hz), 7. 
21-7. 29 (3H. m) , 7. 52-7. 59 (2 



HjN-SOz B 



M7' 



j0 



d, J = 2Hz) , 7. 04 
7. 15 (2H, dd, J = 
2-7. 4 1 (8H, m) , 
H, m) , 7. 98 ( 1 H, 
z) , 8. 38 ( 1H. dd 
9. 74 ( 1H, s) , 9. 
IR (u, cm" 1 , KBr) 
522,1 286, 7 56 
E I -MS (m/z, %) : 

(10) , 302(18), 

(11) , 91 (100) 
MA: 1 7 1-1 72'C 

[048 5] mm7 3 : 4 
7x-;l,7S/-N- (2- 

[0486] 
Hfcl 19] 



-7. 10 (1H, m) , 
9Hz, 2Hz) , 7. 2 
7. 60-7. 65 (2 
dd, J = 8Hz, 1H 
, J=8Hz, 1Hz) , 
87 ( 1H, s ) 
: 1 646, 1 580, 1 

473 (31) , 446 
30 1 (30) , 300 



-7x-;^x^--;P-2- 



H 2 N-S0 2 



0 H v 



.-0 



H, m) , 7. 57 ( 1H, d, J = 8Hz 
3 ( 1H, ddd, J=8Hz, 8Hz, 1 
7. 99 ( 1 H, dd, J=8Hz, 2Hz 
1 ( 1H, dd, J = 8Hz, 1 Hz ) , 9 
H, s) , 10. 03 (1H, s) 
IRU, cm-i, KBr) :3380, 3 
244, 3056, 2212, 1 644, 1 
582, 1 558, 1 530, 1 500, 1 
442, 1424, 1 334, 1 294, 1 
1 54, 7 56 

E I —MS (m/z, %) :467 <m + , 
95 (100) , 267 ( 1 6) 
St*: 19 5-196'C 

[04 89] mm7 4 : N— [2— ( 2 — 
57-4-7xr.;i/Xf-^;^yXr5 F) 
)V*-A,~\ KyXTS. F 

[0490] 

[ftl20] 



) . 7. 6 
Hz) , 
) , 8. 4 
.53(1 

320, 3 
594, 1 
468, 1 
226, 1 

59) , 2 



<y-t£y* 



(57) 
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H 2 N-S0 2 H 



0 N 



[ 0 4 9 1 ] mm 7 3 -C«3i Uz 4 - 7 x n^xf- - 
/I— 2 - 7 x — ;UT 5 7 - N - (2-^7r^^7 
x-;l/) <yX7ih'200mg (0. 43mmo 1 ) 
RtfUafefrl/^Al 18mg (0. 86mmo 1 ) Z : J 

Jt**rv ( i o m i ) mt* iomi <?>m&®mz. Jg 

ft^/'fMOmg (0. 64mmo 1 ) £?STU 

asait 1 6b««hh*u:. 1 M-mx-m®. 

fc. JBM*fc>*-'-A''C»»U SfE-fb^Jl6 8m 
g( JR$6 9. 0%) 

[04 9 2] NMR (CDC1 3 ) 8 : 7. 00(1 
H, dd, J = 8Hz, 1Hz), 7. 07-7. 12 
( 1H, m) , 7. 27-7. 77 (1 6H, m) , 



7. 92 ( 1H, d, J = 8Hz) , 8. 07 ( 1H, 
dd. J = 8Hz. 1Hz), 8. 62(1H, dd. 
J = 8Hz, 1Hz). 8. 70(1H, s ) , 9. 6 
0 (1H, s) . 10. 49 (1H, s) 
IRU, cm-i, KBr) :3384. 3326. 1 
704, 1 660. 1 596, 1 582, 1 562. 1 
520, 1 286, 7 52 

FAB-MS (m/z, %) : 570 (M-H, 10 
0) 

SU52 4 1 - 24 3'C 

[04 93] HJS0H7 5 : N- [2- (2-7x-/P7 
$ 7 - 4 - 7 x —>l<Jii-—)i'<yXT S K ) Ky^yx 
)Vfc-)V\ -4- Ml 7/M-ny j-)UKyXT 5 H 
[0494] 
[<fcl21] 



H2N-SO2 H 

Or" 



0 N 



H Tl 



[0495] S*SGKT. H»J 7 3 T*it Lfc 2-7 
x^7S/-4-7x-;l'Xf^-N- ( 2-7.71/ 
7rt^l'7x-/l/)'<yX7SK2 0 0mg (0. 4 
3mmo 1 ) S.t/> #»'J7A1 18mg (0. 8 5 
6 mm o 1 ) c^'^-? V (10ml) Rtf* (10m 

1 ) ntfemuz, 4-h\)7fc*n*+fWte*yV' 

4^£l7 9mg (0. 8 5 6mmo 1 ) iMlMMX* 
1 6B*ISBWFU:. W®m& 1 M-«K"t*tttU: 

•thv^j^met, Rvmi^Kx-mmmL. is* 

^^^y-^T-a^L. aWft*16 8mg (JR$6 
1. 0%)ftfc. 

[0496] NMR (CDC 1 3 ) 8 : 7 . 04-7. 
10 (2H, m) , 7. 21-7. 25 (2H, m) , 
7. 32-7. 46 (7H, m), 7. 55-7. 60 



(2H, m), 7. 8 8 ( 1H, d, J =8 Hz), 
8. 2 6 ( 1 H, dd, J = 7Hz, 2Hz), 8. 5 
9(1H, dd, J = 5Hz, 2Hz), 9. 2-9. 
4 (1H, m) , 11. 4-1 1. 6 (1H, m) 



1 R ( v , cm" 1 , 

2 16, 1 706, 
580, 1 558, 
442, 1422, 
226, 1 1 56, 



KBr) : 
1 662, 
1 528, 
1 326, 
1130, 



3320. 
1642, 
1498, 
1288, 
1 070, 



3244, 
1 594, 
1472, 
1 256, 
7 56 



2 
1 
1 
1 



E I -MS (m/z, %) : 639 (m + , 16), 4 
67(20), 446 (10), 422(17), 29 
5 (88) , 278(42) 

1 7 8-18 0°C 
[0497] mm7b : N- [2- (2-7x-/U7 
5 7 - 4 - 7 x -il^-il^y XT 5 h* ) <>4*yX 



(58) 
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[0498] 



[fcl22] 



HjN-S0 2 H 



0 N 



■1 



C0499] SSRSeST. HMSW7 3TSitLfc2 -7 
x-;l/T5y-4-7x-;PXf--;P-N- (2-7./W 
7rt>f^7i-/l') ^yXTS MOOmg (0. 8 
6mmo 1 ) RV4-i;?<1-)UT$.SVVi;>3 1 5m 
g(2. 5 7mmo 1 ) COf-h^t KD7^y ( 1 Om 
1 ) mf.£*&gmO.. l 2ml (l. 28mmo 1 ) 
"Sfi^iSiaflHf U:. 1 M-*» 

"Ctt*U m&ffr&ft3 5 8mg («¥8 2. 2%) £ 

[0500]NMR(CDC1 3 ) S : 2. 08(3 
H, s), 6. 99 (1H, dd, J = 8Hz, 1H 
z) , 7. 07-7. 12 (1H, m) , 7. 26- 
7. 40 (8H, m) , 7. 46-7. 54 (3H, 
m), 7. 66-7. 71 (lH,m), 7. 82 (1 



H z N-S0 2 H 



■1 



[0503] H^j73TM3tUc4-7x-^X^ 
;P-2-7x-;UTS7-N- (2-7.71-7 7^^^7 
^yXTS K500mg ( 1 . 04mmo 1 ) 
c?)rh9t Yuyyy ( l Oml ) Wffl,z4-i?X*iV 
7S7e'Jy>260mg (2. 14mmol),S^ 
Mt/'fi^D'J HO. 16ml (1. 17mmo 

■CSRU HEft-&»2 0 0mg (JR*3 3. 3%) £ 
[0504]NMR(CDC1 3 ) <S : 0. 84 (3 



o 



H 

H-S0 2 



0 N.^ 



H, d, J = 8Hz) . 8. 01 (1H, dd, J=8 
Hz, lHz),8. 06-8. 16 (1H, m) , 
8. 58(1H, dd, J = 8Hz, 1Hz), 9. 5 
7 ( 1H, s), 10. 30(1 H, s) 



3450-2950, 
16 6 0. 1582, 
1472, 1442, 
1 286, 1 256, 
854, 756 



I R (1/, cm" 1 , KBr ) : 
864, 22 1 2, 1 714, 
556, 1 530. 1498, 

4 20, 1 34 2, 1 3 18, 
224, 1 1 56, 1 1 28, 
E I -MS (m/z, %) 
95 (49), 267 (7) 

: 1 0 8'C 

[0 50 1 ] mmil : N— [ 2 — (2-7x-;UT 

5 J - 4 - 7x^xf~;KyX7 5 h* ) KVM yx 
;^x;H >vJf-9-y75 H 

[0502] 
[€123] 



509 (m + , 22) , 2 
9 1 (2)., 61 (3) 



n - au 2 1 



H, t, J = 7Hz) , 1. 16-1. 32 (4H, 
m), 1. 50-1. 62 (2H, m) , 2. 23(2 
H, t, J = 7Hz) , 6. 99 (1H, dd, J = 8 
Hz, 1Hz) , 7. 06-7. 1 2 ( 1H, m) , 
7. 24-7. 30 (3H, m) , 7. 32-7. 40 
(5H, m) , 7. 46-7. 54 (3H, m) , 7. 
65-7. 71 (1H, m), 7. 83 (1H, d, J 
= 8Hz), 8. 01 (1H, dd, J = 8Hz, 1H 
z). 8. 10(1H. br-s), 8. 57 (1H, 
dd, J = 8Hz, 1Hz), 9. 57 (1H, s), 
10. 3 1 ( 1H, s ) 

IRU, cm-', KBr) :2956, 1714, 1 
660, 1 582, 1442, 1 286, 756, 69 



(59) 
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E I -MS (m/z, %) : 56 5 (m + , 41) , 4 
67 (4) , 295 ( 100) . 267 (1 3) . 20 
5(29) 

[0505] 3SttW7 8 : N- [2- (2-7x-*7 



H 2 N-S0 2 H 



0 N 



[0507] SBWOT, HWJ7 3T'1B£U:2 -7 
i ~ ;UT 5 7 - 4 - y x r.;Px^-r.;U- N - ( 2 — X)V 
7rt^P7z-/H ^yXT5K2 5 0mg (0. 5 
4mmo 1 ) a^K*'J'7A14 8mg (1. 0 7m 
mo 1 ) Wtt+TV (10ml) JW* (10ml) 

nm&mmiz. thjamw h i 5 3m S ( 0 . 8 

0 6mmo 1 ) fcfc£3»C2 OWIBHHf Lfc. RJ6* 

4*238mg (JR*7 1. 5%) fcfcfc. 
[0 5 08] NMR (CDC1 3 )S:0.86(3 
H , t, J = 7Hz) , 1. 12-1. 32(11H, 
m) , 1. 50-1. 62 (3H, m) , 2. 23(2 
H, t, J = 7Hz), 6. 99 (1H, dd, J =8 
Hz, 1Hz) , 7. 09(1H, t, J = 7Hz), 
7. 24-7. 42 (8H, m) , 7. 47-7. 68 



H 2 N-S0 2 



0 N v 



,-0 



[0506] 
[flU 24] 




N-S0 2 H (f^V 



,0 



0 N 



1. 

J=7Hz) 



( 1H, t 

8Hz) , 8. 00 ( 1H 
z) . 8. 08 ( 1H, s) . 
= 8Hz) , 9. 57 ( 1H. 
H, s) 

I R ( u , cm" 1 , 
856, 2 2 16, 
1 564, 
14 18, 
1156, 



7. 83 ( 1H, d, J = 
dd, J = 8Hz, 1H 
. 8. 57 (1H, d,' J 
s ) , 10. 32(1 



KBr ) 
17 14 
1 524 
1 342 
870, 



3252, 
1668, 
1 500, 
13 14, 



2928, 
1 594, 
1470, 
1 286, 



754, 724, 690, 



578, 
440, 
226, 
582 

E I -MS (m/z, %) : 62 1 (m + , 5 0%) , 
467(12), 446(13), 295(100), 
278 (9) , 267 ( 1 3) 
[0 5 09] KatW7 9 : N- [2- (2~7x-^7 
5 J - 4 - 7 x z;Hfz;KyX7 5 H ) <y-&yx 

[05 10] 
[ftl25] 



0 N 



[0511] mmmr. mmmi 3x"mtitz2-7 

x $ 7 - 4 - 7x-il/Xf-;l/- N - (2~X)V 
7r^^;W7x-;P)<yXT5 h'2 2 6mg (0.4 
8mm o 1 ) Mf. 1 8 

mg(0. 9 6mmol)^)fh7hb'n77y(10 
m 1 ) j§»teKAn>f ;l/?n 'J HO. 07ml ( 0 . 5 

7mmo i ) *jn;t£fi?ii5EB8#Lfc«. 



H 

N-S0 2 I 

X. *£ft£»l 50mg (JR*5 6. 0%) 
[05 12] NMR (CDC1 3 ) * : 1. 14(9 
H, s), 7. 00(1H, dd, J = 8Hz, 2H 
z), 7. 0 9 ( 1H, ddd, J = 8Hz, 8Hz, 
2Hz), 7. 24-7. 31 (3H, m), 7. 33 



(60) 



#§§¥1 1-1 71848 



-7. 39 (5H, m) . 7. 48-7. 53(3H, 
m) , 7. 68(1H, dd, J = 8Hz, 2Hz), 
7. 83 (1H, d, J = 8Hz). 8. 0 0 (1H, 
dd, J = 8Hz, 2Hz), 8. 18 (1H, br- 
s), 8. 53(1H, dd, J=8Hz, 2Hz), 
9. 57 (1H, s) , 10. 25 (1H, s) 
lR(v, cm" 1 , KB r ) :221 2, 1704, 1 
658, 1 582, 1 558, 1 532, 1472, 1 
442 



E I —MS (m/z, %) : 55 1 (m + , 49) , 5 
2 1 (30) , 295 ( 100) , 195 (48) 
Mfe£: 223-224X; 

[ 0 5 1 3 ] HS&0I8 0 : N- [2- [4- (3, 3- 
-2-7x^T$y<yXT5 

[05 14] 
[fcl26] 



H 2 N-S0 2 H 



v0" 



^ 0 K 



H 

>C/N-SQ 2 H 



[0515] SffilMRSBT. &itH7 0TWfttfc4 - 
(3, 3-s*Xf-*rfcyiO -2-7x-/P7S7- 
N- ( 2-^7r ; E-f;P7x~;U)A;yXrS H20 
Omg (0. 4 5mmo 1 ) 4 - ^ f-/l/7* S 7 
t'JyyilOmg (0. 9mmo 1 ) h7t Ko 

y^y ( l Om i ) wmz^^uiwuy KO. 0 6 

ml (0. 4 9mmo 1 ) fctoiSfflriBaSHWPU: 
flL W**tiEEFW*l,fc. SSftfc*£;liil*., Sigx 

-?h^77 4-?»®!LT. 8HEfc£!»180mg (JR 
$7 5. 0%) 

[0 5 16] NMR (CDC 1 3 ) 5 : 1 . 12(9 
H, s), 1. 38(9 H, s), 6. 87(1H, d 
d, J=8Hz, 2Hz), 7. 07(1H, ddd, 
J = 8Hz, 8Hz, 2Hz), 7. 22-7. 29 



H 2 N-S0 2 H 



0 N 



[05i9] aataar, n^j7 o-egBiu:4 - 

(3, 3-^^;P7*^-;P) -2-7x-;I^T57- 
N— {2-X)V7t^4)1>7 ±-)V) ^7X75 h' 3 0 
Omg (067mmol) 4 - f-/P7 5 7 £ 
18 Omg ( 1. 4 7mmo 1 ) 0)f h7t Hn 
777 (10ml ) $ffifc:lg*&8K0. 07ml (0. 
7 4mmo 1 ) ZtUmiSX' 1 B#0H#L7t&, 
J*ETff*Lfc. «9»C*SrJlli, SHx^rfliaj 

«*T«a*ffl t , *s;«i?7 h u A-ctaia, 



vQ" 

0 



(3H, m) , 7. 32-7. 38 (3H, m) , 7. " 
6 7 ( 1 H, ddd, J = 8Hz, 8Hz, 2Hz), 
7. 75 (1H, d, J = 8Hz). 7. 99 (1H, 
dd, J = 8Hz, 2 Hz) , 8. 15(1H, br- 
s), 8. 50(1H, dd, J=8Hz. 2Hz) 
9. 519 (1H, s) , 10, 17 (1H, s) 
I R U, cm-i, KBr) :2224, 1714, 1 
652, 1 594, 1 580, 1 564, 1 530, 1 
4 98 

E I —MS (m/z, %) : 53 1 (m + , 85) , 1 
75 ( 1 00), 260 (53) 
MA: 21 8-2 1 9°C 

[O5 17]Hife0H8 1 :N- [2- [4- (3, 3- 

~j*^)vyir~)V) - 2 - 7 x —jut 5 y\yX7 5 

[0518] 
[ftl 27] 



D N 



^--CffiMLT, fMim2 3 5mg (JR$7 2. 0 
%) 

[0520] NMR (CDC 1 3 28(9 
H, s ) , 2. 04 ( 3H, s ) , 6. 85 (1H, d 
d, J = 8Hz, 2Hz), 7. 07(1H, dd, J 
= 8Hz, 8Hz), 7. 22-7. 29 (3H, 
m). 7. 31-7. 39(3H, m), 7. 66(1 
H, ddd, J = 8Hz, 8Hz, 2Hz) , 7. 73 

(1H, d, J = 8Hz), 7. 99 (1H, dd, J 



(61) 



1-1 7 1848 



= 8Hz, 2Hz), 8. 26 (1H. br-s) 
8. 55(1H, dd, J = 8Hz, 2Hz)9. 
( 1H, s) , 10. 24 ( 1H, s) 
IRU, cm-i,KBr) :2224, 1730 
658. 1 582, 1 556, 1 538, 1498 
470, 1442, 1418, 1336, 1270 
E I —MS (m/z, %) :489 (m + , 73) 
75(100), 260 (70) 



49 

, 1 
, 1 

, 2 



W&: 208-209'C 

[0521 ] Hfifi0|8 2 : N- [ 2- [ ( 2 -*W7 

2 - 7 x ~)V7 S 7 - 4 - 7 x -)\,X.j--)VKyX 
75 K 
[0522] 
[fcl28] 



H 2 N-S0 2 H 

Cr" 



[0523] HSSM7 3TKitU:2 -7 

x -;WT5/-4-7x-;Wxf-r:;p-N- (2-7./!^ 
yr^c^lVy 3u~)V) KyXTS. F50 Omg ( 1 . 0 
7mmol)&lA 4-^^rsytr';^y289 

mg (2. 3 6mmo 1 ) <Dr l-7t Ytiyyy ( 1 0 
ml)iit^OD»y/f;l/0. 15ml (1. 

1 8mmo 1 ) ztzimi&x'immimuzm. mm* 

*ETS*W:. «B*fc***li, SMx^-ciHai 

ft»BETS*Lfc. SS^^U^»^ovh^57 
^-■CftULT. 8i:fc£ft4 5 5mg (JR*7 5. 0 
%) ftfcfc. 

[0 5 24] NMR (5, C DC 1 3 ) :0. 83 (6 
H, d, J = 7Hz), 1. 80-1. 90 (1H, 
m), 3. 85(2H, d, J = 7Hz), 6. 98 

( 1H, dd, J=8Hz, 2Hz) , 7. 10(1 
H, ddd, J = 8Hz, 8Hz, 2Hz) , 7. 24 



H 2 N-SD 2 H 



0 N 



w 



[ 0 5 2 7 ] ffiMBSTs 2-7>/U757-4- 
(3, -N- (2-^7 7^ 

4)V7±-)V) OXTS. K3 0 0mg (0. 7 0mm 
ol)&tf, 4-^f/UTS7tyyyi89mg 
(1. 5 5mmo 1 ) C7)rh5t h*Q7^y ( 1 Om 
1 ) 0 • 07ml (0. 74mmol) 



0 



N-SQ 2 H 



D N 



"1 



-7. 31 (4H, m), 7. 32-7. 39 (4H, 
m), 7. 47-7. 55(3H,m), 7. 60(1 
H, br-s), 7. 68(1H, ddd, J = 8H 
z, 8Hz, 2Hz) , 7. 76 (1H, d, J = 8H 
z), 8. 03 (1H, dd, J=8Hz, 2Hz), 
8. 61 (1H, dd, J = 8Hz, 2Hz), 9. 5 
7 (1H, s) , 10. 27 (1H, s) 
IRU, cm-i. KBr) :2212, 1716. 1 
674, 1 582, 1 556, 1 51 6, 1472, 1 
424, 1 356, 1 226 
FAB-MS (m/z, %) : 5 66 (M-H, 2 
3) , 265 ( 100) 
|R£: 1 5 5-1 5 6°C 

[0525] 3 : N- [ 2 - [ 2 -7*f-/l/7*'$ 

7-4- (3, 3-/y^7*^-;k) ^>X75 H] 
<y-b'>7.;^-;p] 7-feh75 H 

[0526] 

[ft!29] 



\^N-S0 2 H 



0 N 



w 



X. f@E^^»2 5 0mg <IR*7 6. 0%) ftfcfc. 
[05 28] NMR (8. CDC 1 3 ) :0. 96 (3 
H, t, J = 7Hz), 1. 33(9H, s), 1. 4 
4-1. 56 (2H, m) , 1. 63-1. 70 (2 
H, m) , 2. 04 (3H, s) , 3. 18 (2H. 



(62) 



ftRPPl 1-1 7 1848 



t, J = 7Hz) 
z, 2Hz) , 6 
7. 24 (1H. 
z) , 7. 6 1 ( 

(1H, ddd, 
81 ( 1 H. b r 
8Hz, 2Hz) 
48 ( 1H, dd 

(1H, s) 
IR(u, cm-' 
972, 2932 



, 6. 66 ( 1H, dd, J = 8H 
. 72 ( 1 H, d. J=2Hz) , 
ddd. J=8Hz. 8Hz, 2H 
1H, d, J = 8Hz) ,7.65 
J = 8Hz, 8Hz, 2Hz) , 7. 
-s) , 8. 01 (1H, dd, J = 
, 8. 20 ( 1H, b r-s) . 8. 
, J = 8Hz, 1Hz) , 10. 02 

, KB r ) :3392, 3196, 2 
, 2872, 2228, 1 736, 1 



S0 2 H 
N 



640. 1 598, 1 584, 1 564, 1 530. 1 
474, 1444. 1348, 1 290, 1 236, 1 
2 1 2, 1 1 54. 854. 766 
E I —MS (m/z, %) : 48 9 (m+, 73) . 2 
75 ( 100) , 260 (70) 

1 5 5-1 56'C 
[0 52 9] mmm84 : 2-7x-^T5/-4-7 
xX/ix^-/p-n- [2 - [ (7xX/M-df>-#/M-c 
-;pr$y ) x/uyt~)U] 7i-^] Kyxrs. K 

[0530] 
[<fcl30] 




o- 



0 



H 

N-S0 2 I 




0 N 



[0531] a*aaTT. wmi 3 tissue-? 

x-;l/7S/-4-7i -;l/Xf - N - (2-X)V 
?T*4)V7x.—)V) KyXTS h'548mg ( 1 . 1 
8mmol)&t^ 4-v-'^f-^T5yeU> ; y3 1 6 
mg ( 2. 6 Ommo 1 ) «9i#xf7P (10ml)* 
mz7nn%my . 1 8m 1 (1. 4 2mmo 

X~r /I'T'ifcft L T , ffgftfc&ftr 5 2 0 m g ( JR* 7 
5, 0%) fcfcfc. 

[0532]NMR(CDC1 3 ) d : 6. 96(1 
H, dd, J=8Hz, 2Hz), 7, 00-7. 04 

(2H, m), 7. 11 (1H, dd, J=8Hz, 8 
Hz) , 7. 18-7. 38, (11H, m) . 7. 4 
5(1 H, d, J=2Hz), 7. 49-7. 53(2 
H, m), 7. 68-7. 74(2H, m), 7. 82 

(1H, br-s), 8. 09 (1H, dd, J = 8H 



■T 



z, 2Hz ) , 8. 6 3(1 
Hz), 9. 50(1 H, s 
s) 

IR (u, cm-i, KBr) 
864,22 16, 1748, 
560,1 528, 1498, 
420, 1 360, 1 320, 
198, 1 162, 1 128, 
FAB-MS (m/z, %) 
2) , 45 1 (100) 
m&: 14 6-147'C 
[0533] mm8 5:2- 
x-;WX-f~;P-N- [2- 

[0534] 
[ftl 3 1 ] 



H, dd, J = 8Hz, 1 
) , 10. 23 ( 1H, 

: 3392, 3064, 2 
1 646, 1 582, 1 
1476, 1442, 1 
1 288, 1 226, 1 
898, 754 
586 (M-H, 2 



-7x-^7S/-4-7 
[ [ (2-*+)VTu}£f\, 
X)V-fc—iV~[ 7xX;H 



^/N-S0 2 H 



H H 



,-0 



0 R 

H 



[0535] *«W84-C«JtLfc2-7x-A'T5y 



•4-7x-;UXf-X/U-N - [2- [ (7xX;M-* 



(63) 



1-1 7 1 84 8 



7SK105mg(0. 18mmol)M> -fV/f 
^75^0. 0 4ml (0. 3 6mmo 1 ) CO<y*£y 

(5mi) m& 2ema&a&LLiz. mwmiz** 

tat. Mix^Taiaitfc. *Bwe*. 

y •> tHOft^rii^* l , mm& 

•kh-hVfrtmm&Lx. «t&fk^ni7 0mg mm 

6 9. 0%) fcftfc. 

[0536] NMR(CDC1 3 ) * : 0. 83(6 
H, d, J = 7Hz). 1. 64-1. 71 (1H, 
m), 2. 91 ( 2H, dd, J = 7Hz, 6Hz), 
6- 23(1H, br-S), 6. 94(1H. dd, 
J = 8Hz, 2Hz), 7. 10 (1H, ddd, J = 
8Hz, 8Hz, 1Hz), 7. 21-7. 28(3 
H, m), 7. 32-7. 40 (5H, m) , 7. 45 

(1H, d, J = 2Hz), 7. 48-7. 53(2 
H, m), 7. 6 6 ( 1 H, ddd, J =8 Hz, 8H 
z, 2Hz), 7. 69 (1H, d, J =8 Hz), 



7. 88 ( 1H, dd, J = 
6 ( 1H, br-s) , 8. 
Hz, 1Hz) , 9. 56 ( 
( 1H, s ) 

lR(v, cm-i, KBr ) 
064, 2960, 2932 
658, 1 580, 1 554 
472, 1442, 1418 
288, 1 224, 1 152 
FAB-MS (m/z , %) 
6) , 265 (100) 
W&: 1 83-184'C 
[0537] 6 : N 

)V~\ 2-7x-;l/TS/-4 
75 K 

[0538] 

[ftl32] 



8Hz. 2Hz) , 8. 3 
56 ( 1H, dd, J = 8 
1H, s) , 10. 00 

: 3392, 3268, 3 

, 2220, 1682, 1 

, 1 530. 1498, 1 

, 1 344, 1 320, 1 
, 752 

: 56 5 (M-H. 1 



- [2- [ [ (S^CfV* 
7] XAtfcZJU] 7x- 

-7 x~)V^-)V<yX 



H 



S0 2 



°«"o 



a 



H 




0 N 
H 



[0539] S!Sfc0lj84t^i£Lfc2-7x-^T$/ 
-4-7x-;l/Xf-r:;U-N - [2 - [ (7x-;M"3- 
v-^;i/^-;PT5y) X)V7*-)i>~\ 7i-;H <yx 

75b'2 0 0mg (0. 34mmol) Rlf, i/?u<K 
*is)V7$.yO. 09ml (0. 7 5mmol)^y 
•fe> ( 5ml ) j^£2B*ElJlg»a8KU:. RfG*»fc 
iWxf-rt/CftBiW:. WSJB**, Kit* 

SrT-fe h-h U/UTHISftLT, MEfl&ttl 3 6mg 
(JR$6 7. 0%) fcfcfc. 

[0540]NMR(5, C D C 1 3 ) : 1. 06(2 
H, m), 1. 20-1. 28(2H, m), 1. 45 
-1. 7 0 (4H. m) , 1. 75-1. 85 (2H, 
m), 3. 45-3. 55(lH,m), 6. 00(1 
H, br-S), 6. 96 (1H, dd, J = 8Hz, 
2Hz), 7. 11 (1H, ddd, J = 8Hz. 8H 
z, 1Hz), 7. 24-7. 30(5H, m), 7. 
32-7. 40 (4H, m) , 7. 46 (1H, d, J 



=2Hz ) , 7. 49-7 
4-7. 74 ( 3H, m) 
8Hz, 2Hz ) , 
z, 1Hz ) , 9. 
H, s) 

I R ( v , cm" 1 , 
240, 2940, 
1 584, 
1444, 
12 18, 



53 (2H, m) , 7. 6 
7. 89 ( lHdd, J = 
8. 57 ( 1H, dd, J = 8H 
55 (1H, s) , 10. 03(1 



KBr) : 
2856, 
1 556, 
1422, 
1154, 



3400, 
2 2 12, 
1 5 30, 
1 3 38. 
1 128. 



3 3 16, 
1 686, 
1498, 
1 284, 
1 028, 



662, 
4 70, 

2 52, 
56 

FAB-MS (m/z, %) : 591 (M-H, 9) , 

3 11(100) 
MM: 18 8-189°C 

[054 1 ] HS6M87 : 2 -7 x-)V7 5 7-4-7 
x -;|/Xf- -)V- N - [ 2 - [ ( 'J VJ 
75 7) 7x-;U] <yX7$ V 

[054 2] 

C-fbl 3 3 3 



(64) 



tm^-l 1-1 71848 



H 

r £r" 



0 N 

■1 



0 



N/N -SO 2 H 



io5 43]mmm84Tmmuz2-y±-}iT$s 

-4-7!-;Hf^-N - [2- [ (7x^M"* 

7$ h'200mg (0. 34mmo 1 ) t^'Jv 
y0. 07ml (0. 7 5mmo 1 ) crj^y-fe'y ( 5 m 
1 ) 7S$£2B#»?^Uc. -SJSEWitK&Jd^.. 

h U /^Sfe s B B LT , Sieft^ft 9 4 m g ( JR$ 5 0 . 

o%) 

CO 544] NMR CDClj ) : 1. 55 (6 
H, br-S), 3. 32 (4H, br-S), 6. 9 
8 (1H, dd, J = 8Hz, 2 Hz) , 7. 08 (1 
H, ddd, J = 8Hz, 8Hz, 1Hz), 7. 24 
-7. 30(5H, m), 7, 31-7. 39(4 H, 
m) , 7. 47-7. 57 ( 3H, m) , 7. 64 (1 
H, ddd, J = 8Hz, 8Hz, 2Hz), 7. 90 



KBr) : 
1 682, 
1498, 
1286, 



( 1H, d, J = 8Hz) , 8 
= 8Hz. 2Hz) ,8.49 
z, 1Hz) , 9. 
H, s) 

IR(i/, cm-i, 
•86 0, 22 12, 
5 6 2, 1 536, 
422, 1 3 16, 
1 60, 7 52 

FAB-MS (m/z, %) : 
0) , 26 5 (66) 
RL&: 1 6 3-1 6 4°C 
[0545] HS&0H88 : N — 

2-7x-;PT5y-4- 

[0546] 
[fcl34] 



. 00 ( 1H, dd, J 
( 1H, dd, J = 8H 
64 (1H, s) , 10. 53(1 



3268, 2940, 
1 660, 1 582, 



1478, 
1 256, 



1442. 
1 228, 



577 (M-H, 10 



[2- [ [ 

7] XRsfcZLfr] 7x- 



^/N-S0 2 H 



vO" 



Me-N"^) H 

° a 



[0 5 4 7] HSS0f 8 4 X-mm Uc 2 - 7i^7 S 7 
-4-7x-;Hf^-N - [2- [ (7x-/M-* 
^;P,-if^T5 7) A)V7*-)V~\ 7i^] KyX 
7SF160mg (0. 27mmol) %Jf. + 
tWlyiSyO. 0 7ml (0. 7 5mmo 1 ) <T)Ky 

-bx 5m i ) mLZitiffimmsiLtz. mmmt 
*£in£, Wf&zw&tmLt:. immz*. est* 



(JR*81 . 0%) £f§fc. 

[0 548] NMR U, CDC1 3 ):2.23(4 
H, br-s), 3. 44(4H, br-s), 6. 8 
4 (1H, d, J = 8Hz), 6. 94-7. 04 (2 
H. m), 7. 16(2H, d, J = 8Hz), 7. 2 
1-7. 30 (6H, m) , 7. 34-7. 44 (4 
H, m), 7. 76 (1H, d, J = 8Hz), 7. 9 
3 (1H, br-s), 8. 33 (1H, d, J=8H 
z) . 9. 56 ( 1H, s) , 10. 39 ( 1H, s) 
I R (i/, cr', KBr) :3316, 3056, 2 



(65) 



ftBfPPl 1-1 71848 



940. 2856, 2800, 
590, 1 556, 1 536, 
442. 1420, 1320, 
226, 1 142, 1 1 06, 
FAB-MS (m/z, %) 
2) , 1 97 ( 1 00) 



221 2, 1660, 
1498, 1464, 
1 292, 1 266, 
7 56 

592 (M-H, 6 



1 181-18 2*C 

1 [0549] ##^J44 : 2- [ (4-T57) 7x: 

i }V3^--)V- 2 s yoxr s h ] 

[0550] 
[fcl35] 



MaOOl 




[055 1] 2- ( 2-7^*7*5 y- 5-3- K<y m) , 1. 64 

XT5H)^&#i?^^3 0 0mg (0. 66mmo 3. 22 (2H 

1 ) cOv-'X^/PTSy ( 1 2m 1 ) &tfTh7th'C77 7 (3H, s) 

=7V (5ml ) iO^MC4-x^--;Ur-yy2 0 .6. 6.8 (1H 

Omg (1. 7 2mmo 1 ) . ^nnt'^'j7i- 4 ( 1H, m) 

;l/W7^A'7y')A2 3mg (0. 0 3mmo 1 ) 7. 46 ( 1H 

Xtf3»MkJfll 2mg (0. 0 6mmo 1 ) Srfltl*.. £ 7. 6 1 ( 1H 

ffl"e2 0B*BBgffUi». »«*«EFFS*Lfe. ££® z) , 7. 9 5 

»t**jDifca. Biix^-c*asLfc. ( 1 h. d d , 

wmm&mxmimft i > *i*«a»^ h u ^A-ee ( 1 h , d , j 
mk. *b*»ets* Lfc . mm 5/ u^y^ p [ o 5 5 3 ] m 

~?Vyy? <-X'mitkL. «IEft:-&«J2 7 0mg (JR$ /I^Xf-X^-2 
9 2. 6%) [0 5 54] 

[0 5 5 2] NMR (5, CDC1 3 ) :0. 97 (3 [ftl 36] 

H, t, J = 7Hz), 1. 42-1. 52 (2H, 



-1. 72 (2H, m) ,3.18- 
, m) , 3. 78 (2H, s ) , 3. 9 
, 6. 63 (2H, d, J = 8Hz) , 
, d, J = 9Hz ) , 7. 08-7. 1 
, 7. 33 (2H, d, J = 8Hz) , 
, dd, J = 9, 2Hz) ,7.5 5- 
, m) , 7. 88 ( 1H, d, J = 2H 
( 1H, t, J = 5Hz) , 8. 07 
J = 8, 1Hz) , 8. 66-8. 72 
= 8Hz) , 1 1 . 7 1 ( 1 H, s ) 
»J89 : 2- [ (4-7*5/) 7xX 

-y^ivr 5 j oxt s. h ] mmm 




[0 5 5 5] #*M4 4T«JSUfe2- [ (4-75 
7) 7xX;Uxf--/l^-2-7'^T5y'<.yXr5 
K3 £-fr§lb<f-/P2 7 0mg ( 0. 6 1mmol)0 
^^•fy (20ml) fcJRfc 1 M-ymiti- h V »7A 

mm 3 m i itai s m&x- 2 a ik . &m 
sow- h »j vjscvtmt. mmmsr^itz. mm 

7 Omg (IR$6 5. 2%) 

[0 5 5 6] NMR (5, CDCI3 ) :0. 98(3 
H , t. J = 7H z) , 1. 43-1. 54 (2H , 
m) , 1 . 64-1. 74 ( 2H , m) , 3. 2 1 (2 
H, t, J=7Hz) , 6. 57(2H, d. J = 8H 
z), 6. 6 9 ( 1H, d, J = 9Hz), 6. 97- 



7. 04 (1H, m) , 7. 33 (2H, d, J = 8H 
z) , 7. 47 ( 1H, dd, J = 9, 2Hz), 7. 
5 7-7. 64 (1H, m), 7. 8 8 ( 1 H , d, J 
= 2Hz), 8. 01 (1H, dd, J = 8, 1H 
z), 8. 78 ( 1H, d, J = 8Hz), 11. 68 
(1H, s) 

lR(u, cm-i. KBr) :3396, 1652, 1 

592, 1 528, 1 224, 764 

FAB-MS (m/z, %) :426 (M-H, 10 

0) 

MA : 1 9 0 KM 

[0 5 5 7] ##{aj4 5 : 2- (2-?no-5-7i 
x^xf-x/K;/X7 5 H ) £&#igxf-;P 
[0558] 
[<kl37] 



(66) 



^HS^l 1-1 71848 



[0 5 5 9] 2-?OD-5-7xX^xf-x/l^t# 
M2 . 8 g ( 1 0 . 9 1 mm o 1 ) (OMfcKy-gy ( 2 
0ml) ®mt,Zt&it1-* - )V 2.0ml , N - i? 

*«**E7ff*Lfc. «S**»Rxf>yp ( 2 0 
ml ) fcjfflSU i#lt*»T«ll*U'>A2. 3g 
(16. 36ramol), 2 -T 5 7£,&#§p:^ 
1. 6ml (10. 91mmol) 0)% ( 2 Om 1 ) 5, 

xmm^iv do <rm&mazmTL. mm: is 

»4. 1 2g (IR$93. 5%) fcfcfc. 




[0 5 60] NMR (ff, CDCl 8 ):l.40(3 
H. t, J = 7Hz), 4. 37 (2H, q, J = 7H 
z) . 7. 14-7. 20(1H. m)7. 3 4-7. 
40 (3H, m) , 7. 45 (1H, d, J=8H 
z) , 7. 5 0-7. 58(3H,m),7.6 0- 
7. 66 (1H. m) , 7. 80 (1H, d, J = 2H 
z) , 8. 10 (1H, dd. J = 8. 1Hz) , 8. 
88 (1H, d, J = 8Hz) , 11. 57 (1H, 
s) 

[0 56 1 ]##fl|4 6 : 2- (2-7nn-5-7x 
-/Kf_/KyX7S H) SAM 
[05623 
[ftl38] 




[0 5 6 31 ##0!4 5?*3tUfc2- (2->oo- 
5 - 7i^xf-yKyX7i H ) ^&#®X^/P 

4. 12g(10. 2 Ommo 1 ) <Ox^y-yK 2 0 
m 1 ) m&iZ 1 M-^SKt-^ b U <7.Mcft»3 OralJ 

an* . 3 tifmtmmffi. ta . ^c^^ 1 m 
*wm&m.-cffiRm i , h u ^ at 

^MfffcTSiMIU *3Eft£ft3. 26g (JR4C8 

5. 0%) fcttfc. 

[0564]NMR(5, CDC1 3 ) : 7. 14- 



7. 20 ( 1H, m) . 7. 33-7. 38 (1H, 
d, J = 8Hz), 7. 50-7. 58 (3H, m) , 
7. 64-7. 70 ( 1H, m) , 7. 81 (1H, 
d, J = 2Hz), 8. 12 ( 1 H, dd, J = 8, 1 
Hz) , 8. 98 (1H. d, J = 8Hz) ,11.3 
9 (1H, s) 

[ 0 5 6 5 J mMM9 0 : 2 - [ ( 2 -*/**)V7 5 
J) Xf-^7$y-5-7x x;l/X^-x;^ yxr 5 

[0566] 
[-fcl 39] 




[05 6 7]#tM46t-iIU2 - (2-?nn- 
5 - 7 x -;Hf_/KyX7 5 H ) fcft«*X*;i, 
0. 90g(2. 39mmol)ON, N-^f-^x 
^y^'TSy (8ml ) ff»iCftK«U>7A0. 4 0 
g (2. 8 7mmo 1 ) Atf5wt. %<7>jgttflJ|£iii 
tMP+18 0iC-C3B*iaj|g!!a«¥Ufc». m&£X' 

»0. 4 2g (JR^4 1.1%) £f|fc. 
[0568] NMR (8 , DMSO~d6) :2. 83 




(6H, s ) , 3. 
3. 64-3. 74 
d, J = 9Hz) , 
7. 40-7. 46 

(2H, m) , 7. 
z) , 7. 62-7 
H, d, J = 2Hz 
m) , 8. 04(1 
53 ( 1H, d, J 
s) 

IR(f, cm-i, 
660, 1 592, 



29 (2H, t, J = 7Hz) , 
( 2H, m) , 6. 98 ( 1 H, 
7. 19-7. 26 (1H, m) , 
(3H, m) , 7. 49-7. 55 
58 (1H, dd, J = 9, 2H 
• 68 ( 1H, m) , 7. 9 1 ( 1 
) , 7. 94-8. 00 ( 1H, 
H, dd, J=8, 1 Hz ) , 8. 
= 8Hz) , 11. 98 (1H, 

KBr) : 2208, 1680, 1 
1 530, 1 228, 7 54 



(67) 
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FAB-MS (m/z, %) :426 (M-H, 10 
0) 

ffl&: 18 1-183X: 

[0569] mmmi 1 : Accmm%mm%. 
i. Acccomm 

12a»«ttttSDjR5-yb*2BIBBeAa, iS^all 
4(67%sucrose, 17. l%casein, 
9. 8%cel lulose, 5%sa 1 t, 0. 1% 
choline chloride, l%vitami 
ns) *2BH4i, x— f/HB»TfcBW. lMl*ff 

(22 5mM mannitol, 75mM sucr 
ose, lOmM Tris/HCl (pH7. 5), 
0. 05mM E DTA— 2 N a , 5mM potas 
sium citrate, 2. 5mM MnCl 2 , 
10mg/l aprotinin, 10mg/l 1 
eupeptin, 10mg/l antitryps 

in) #vzmmm®L. *#*n»*Lfc», 5 m 
^-f--C4#ii*^-MXL*:o -riifc. 1,00 

0 gf 1 OiHIBt'frtfJtLfttt. ±fit£ 17, 0 0 0 g 
T'10^iSiS3S^SItfv!„ 

[0570] *!4>fLfc±» * 3 5 %£&&£ d izmtUT 
yt-^Afcjn*., 4 5#ia8H¥LT, 17, 00 Og 
"CI 04Hfflffi»a'Cv»«Lfc. #£>ft£&J8£ 1 0 0m 
l?)*g»?$B ( 1 OOmM Tris/HCl ( P H 
7. 5), 0. 5M NaCl, ImM EDTA— 2 
Na, 0. ImM DTT, 10%glycerol, 
10mg/l aprotinin, 1 0mg/l 1 
eupeptin, 10mg/l antitryps 

1 n ) fcflni, 4 0, 000 gX'2 OftfflBaSMmi 

?f\>\ ±.ma 5omm>mmc ( 1 oomM Tr 

i s/HC 1( P H7. 5),0. 5M NaCl, 1 
mM EDTA— 2 N a , 0. ImM DTT, 10% 
glycerol) T'— H&3S#fL. 5 uM&<Dy 4 

MlTr^U «W«[B-C*»tfcafc:. 5mMt'^ 
f-^^tfJSSrffiBTACCSrjStiJUc. 
[0571] 2. ACCKWiSttwaiJg 

fflSiatwrsBi udt^ft zttiztiD m s otisis 

L#5Xrt>f77HCAiU 2 5 0/x lOACCSr-g-tf^ 



11 (40mM Tris/HCl (pH7. 5) , 4 
OmM MgC I; , 40mM sodium cit 
rate, 2mM DTT, lOOxtg/ml fat 
ty acid free B S A ) £ tat % 3 7 °CX 
3 0 #ffi€ftlf TIM L . 74kBqONaH 
l4 C0 3 £#tf2 50/z l<Z)f£^2 (4 OmM Tri 
s/HCl (pH7. 5), 2mM DTT, 8mM 
ATP, 0. 5mM acetyl CoAJSr^jD 
L. 7 •Ct* 1 0 ftJffimWMTtm Ltzmz 0 . 1 

ml^lN-HC 1 i*ftlLTRjE*fM:Lfc. W±T 

v v 3 v ti >7 y * -tT 1 4 c attffgg$ai 

*Ul. #ft^««)ia«Stt ( 5 . 6 X 1 0-6mo 1 ) 
[0572] ISM® 2 : MM*MMfcfrJft(C*tt-*l!L 

w^stt (FA4^ia#vsi4) ^^aiis 
iteiaiWTWttfcft^iiit-tfi-wiDM s ox-mw 

U 9m%m&. (DMEM, 0. 0 5Atg/ m 1 I ns 
u 1 i n, 0 . 1 m g/ mlglucose,18. 5 
kBq/m 1 [ 14 C] -glucose) fcafc&ULfc. 
0. 75X1 0 s eel ls/ml fcpRLfc. ifcH 
epG2*BJMr. 12we 1 1 p 1 atetlml/w 

e i lT-fsat, 5%co2, 37°cx-mt%mk <*S 

?£$:DMEM. 4. 5g/ml, 10% 
F B S ) P B S ( - ) Mffir&KT 2«8fe»U 

mita*»n&o. smi/wei ltwoi^ 5% 

C O 2 , 3 7 °CT 3 mfflim L£ . L£ P 

bs (-) awjrowB*2«a»t, ^t^mm 
mmmvmtam ( ?nn*w : ^y-;u=2 = . 

1) fTCttftLfc. ttajfttx^y-/U2. 5mli>J: 
l>'3 3%*Hft* 'J ^A0 . 1ml SrJnxT 7 0°Ct' 1 

■9" y : y'xf-;PX-r;P : Wffir 8 0:20: 1 ) IZX 
[0573] 

[*1] 



(68) 
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ACCEWStt 
(5l 6 X 1 0" a M) 


(3. Ox 1 0' 3 M) 


7 


2- (4 -'O /J/***- •>- 
* K) CMS 


22. 8 


92. 3 


8 




5 3. 7 


76. 2 


9 


2 - [4 -7x-i!/Xf-jt 
-2- (3- h u 7yi/toy 

^-4/7 iJijUj 5 y) 'OX 

r i K] 


6 1. 3 


66. 5 


1 5 


2 - ( 2 -^4-*>il/Ti y - 
Tl K) $J&#H 


4 0. 2 


34. 9 


1 6 


2- (2 -^>i?Jl/7i;- 
4 -7i^Axf-M>^ 
T i K) $J&» 


5 7. 8 


5 1.2 


2 1 


2 - (2 -n-^?W; 


4 1. 5 


37. 2 


2 2 


2 - (2 J 


3 7. 3 


3 6. 0 


3 0 


2- (2. 6->"\*v;bT 
^ M>X7i K) «ftM 


3 8. 4 


9 1.6 


3 1 


2 - [4 -7x-yHfx;l, 

-2- (3-7iXA7 a O^ 

^7?;) <S>XT$ K] $ 


9 3. 7 


5 0.5 


3 3 


2- (2-7*^7 5 7-4 
- 7 yX7 


7 7. 2 


62. 5 


3 5 


2— [5 - 7x— ;l/X^\x;U 
- 2 - (3-7i^;l,yntf 
T ^ J< yXTi K] $ 
®«S 


6 9. 0 


5 4. 9 


3 6 


2- (2 -7x^/1/7 i y- 
5-7x^ix^M>^ 
T i K) £J§«& 


8 7. 8 


82. 8 


3 7 


2- (2 -yw$y-4 
-7i -Axf^;K >XT 
$ K) «Mlt 


4 1. 7 


7 8. 6 
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ACCfflgFJg* <K> 
(5.6 X 1 0" e M) 


(10X1 0" 5 M) 


4 0 


2 - [2-7*^7* y-5 

^■.-;KVX7; K] 


6 9. 


9 


8 0. 5 


4 1 


2- [2-7fJl7;;-5 
- (4 -^7/ 7x-W ^ 

^;i,A:>^ r : k] 


8 0. 


5 


8 5. 3 


4 2 


2- [2-7**T5V-5 
- ( 4 - 1 Kn+y7x-^ 
) if^M>X7; K] £ 
331ft 


9 2. 


5 


5 4. 7 


4 3 


2 - (2 -MJ-llT i y-5 
-7x-;i/xf-^jl/'<vX7 
S K) £&#R 


7 9. 


0 


9 7. 3 


4 4 


2 - (2-xfjV7; y-5 
- 7 x > XT 

5 k) s&Mt 


8 6. 


5 


9 8. 3 


4 5 


2 - (2 -T'a \?)lTi J - 


8 7. 


6 


9 5.0 


4 6 


2 - (2-^^7; y-5 
- 7 t-/I/X^xMV^7 


7 9. 


a 


85. 7 


4 7 


2 - (4 
£?;l/3t*i/- 2 -7xxwi/7 
; /<<yXT I K) Sill 


7 3. 


1 


77. 6 


4 9 


3- (4-"<>^M-*i/- 
2-7x~/P7S /OXT 
i K) -2-*-7*l/>*//U 
*>» 


7 5. 


2 


5 6. 6 


5 2 


2- (4-<-<>^;i/**x- 

2 -7x~/V7 i /^>X7 
;K) -5-t Kn* 


4 9. 


4 


25. 2 


5 3 


5-7PD-2- (2-7x 
x;i/7;y4-7x^if 
^;VK>X7^ K) 


8 4. 


1 


6 4. 4 


5 5 


3- (2-7x^4/7^ y- 
7 = K) -2-*7*l/>* 


5 8. 


9 


4 2.4 



[0575] 
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C5l6xi 0" 8 M) 


CI Ox l <r 5 M) 


5 6 


h + v-2- (2-7 
i-/l/7; / - 4 -7x-;i, 


7 6. 3 


53. 6 


5 7 


*-A^C>X7S K) 


7 8. 0 


6 7. 6 


5 9 


3- C2-7x-;UTi y~ 

4- 7 x^bxf -;K>X 
T5 K) f^7x>^>8 


5 5. 1 


8 5. 3 


6 0 


S-aa^-2- (2-7x 
fxM>X7; K) 


8 2.2 


6 7. 1 


6 1 


1 - (2-7^x^1/7; /- 
4-7xx;UfxM>X 
T5 K) i'*u'vHf->ftJl, 


3 0. 0 


7 0. 3 


6 2 


2- [4 - 

-Ifr) -2-7x-/l/7; / 
7xx/1.7; M>X7; K 


6 7. 4 


7 0. 2 


6 3 


2- [4- (3. 


8 0.7 


8 7.0 


6 4 


2- [2-7x-yl/7; /- 
4- C^>^>- 1 - jfV) 


7 4. 1 


8 7.2 


6 5 


2- [2-r?-;i>7* y-4 

- (3, 3-^^^/1/7'^- 
;U) ^>XT^ K] 


4 8. 5 


5 9. 6 


6 6 


2- [2-W7-y-5 
- (2-fJ ^yl/x^x/i,} 


4 7. 8 


72. 2 


6 7 


2- [2-y^>i/7^ y-5 

- (2-ft7 i ^^x5'-x 


5 6. 7 


65. 6 


7 4 


N- [2- (2-7x-;i,7 
i /- 4 -7iiAxfx;l, 
<>X7; K> -<>-tf>x;l/ 


5 2. g 


58. G 



[0576] [m] 
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mm urn* 


ACCII££te (tf) 
(5.6 x 1 0" fl M) 


FA6J5EB* (%> 
(10X1 0* 5 M) 


7 5 


N- [2 - (2-7xX;U7 

'OX'/; K) 'Otf>*/l> 
tfxji,] - 4 - M7/!/*D 
/W>XT; K 


2 6. 0 


1 4. 6 


7 6 


N- [2- (2-7x^7 
*x;U] 7-t* hT5 K 


8 7.5 


6 9. 4 


7 7 


NT- [2 - (2-7x^7 
ft-;],) s\*-Vy7$ K 


88. 1 


8 4. 9 


7 8 


N- [2 - (2-7i^l/7 
= y-4 -7x~/l/xf-x^ 
^<>X7^ K> 
*.x;U] 7**7 >7 i K 


5 9. 5 


1 9. 7 


7 9 


M- [2- (2-7i-^7 

i y-4-7x-;^f-^ 

'OXTS K) K>-tf>X* 
e^;^7 4 K 


8 3.7 


6 4. 9 


8 0 


N- [2- [4- (3, 3- 

y/rjwr-M -2-7 

x~;U7* /K>XT$ K] 
7 4 K 


4 9.7 


6 7.7 


8 1 


N- [2- [4- (3, 3- 
-2-7 

x.-)V7 i /OX7i Kl 
7 4 K 


2 8. 0 


8 4. 4 


8 2 


N- C2 - C 

7) 7,^7t- /U] 7xX/U 
] 2-7x-/U74 7-4- 


9 1. 9 

K 


6 7. 2 



[0577] 



imti i> n?i> o , zvm±mmi%±% t cox 



(51) Int. CI. 5 

A 6 1 K 31/19 
31/38 
31/44 
31/445 
C 0 7 C 255/58 
311/46 
311/51 
C0 7D 213/56 
213/80 
295/14 
333/24 
333/38 



mm? 



60 1 



F I 

A6 1K 31/19 
31/38 
31/44 
31/445 
C 0 7 C 255/58 
311/46 
311/51 
C 0 7 D 213/56 
213/80 
295/14 
333/24 
333/38 



60 1 



m^lS+ffeKB^Mfm 2 TS62S 5 



